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(57) Abstract 

Novel compounds having an ACAT 
inhibitory effect. Specifically, compounds 
represented by general formula (I) or salts or 
solvates thereof and medicinal compositions 
containing at least one of these compounds, 
wherein (A) represents a divalent residue of 
optionally substituted benzene, pyridine, cyclo- 
hcxanc or naphthalene, or (B); HET represents 
an optionally substituted, monocylcic, 
polycyclic or fused 5- to 8-membercd 
hcterocycle; X represents -NH-, oxygen or 
sulfur; Y represents -NR4.. oxygen, sulfur, 
sulfoxide or sulfone; Z represents a single bond 
or -NR5- (R4 and R5 representing each a 
specific group); and n is an integer of I to 15. 
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(oj^cKTmm^mi5im\zmm-r^v^m^^-rz.tii-^^. i^s^w^ca c ate 

Xtt, fa<7)^^6<J{l!1=^^n-5!KJe»J. ^^j^J, S^*:, # »^ ?fij ?^J: <!f ^ II # 

J; < a e>nTv^'2)a«i:*ffi<'^T. ^«t»J. i»5^g<J. as*^J. 

y^v^-:? A^<7)?ttR?fi] : *S Mil 7K^<^^ <7) Sit Si ttrSlJiSl jgUffi^-^ t3 -tt 

tt^f)K -f&^ ( I) x^-^n^it^!^tvx . mnfinAcDi^^. iai~io 

OOmg, S L < {i 5 ~ 2 0 0 m g 1 B 1 ~ 3 Is] {1 5^ tt T jS-^T ^ <7) ;t>^ » 

^ikm I (ACATia^f^ffl) 
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^ D V-ASrIHSiL. 0. 1 5 M U >KiS®» (pH7. 4) \Z^m{^xmm 

A C A TSW®14oa!l;e«, J.G./N-ry- (J. Lipid Res. . 24. 1 127-1134. 198 
3) ©:;^ft*eS[^LTfTofc. -r^tC^^-fe, '*C-0 1eoyl-CoA {A 0 uU. 
eOOOOdpm) , ftr^. ^ i^ia.mT )Vy ^ > (2..4mg/ml) ^^tS 0 . 

1 5 M u >mmum (ph?. 4) % s n \ \z. k (d m s 

o) \zmm\^rcu.mit^m2 u \ 3 7 -ct 5 ^i-ra-r >^a.^- h l^. 

ra. ) SlSUfe^, □ D/ivJPA/pt ^ / (2/1) 3ml, Rt^, 0. 0 
4N^®!0. 5 m 1 «:J!JOxTSftx^^?± L , fl&M^rttmL/::. ^4^1® «r iSi^lfe @ 
Ufe^, 'S^lt >{3«Sfi?LTT L C y h (^;U^ttSi) «y h L >5: . ^ 

: X--r;i/ : g^Sf ( 7 5:2 5:1 ) TJSM Ufc. 
^fiEbfcn o - Jl/XX5^;|/Bli^>Oia[|+«14 B A S2000 («±:7^ 

Jl-AttiS) DM S 0<7)^?^^&^j!jn Lfcia > h □-Jl'tOJtlttf^cJ; 0 I 

C sofil^r^ft^c. iSS^*^ 7 9 tCS^ Lfc. 



- 102 - 



wo 99/25712 
[^79] 



PCT/JP98/05149 





I Csfl (mM) 


I Cso (ttM) 


I Cso ('M©> 
/ I Cso (M^M) 


7 9 5 


0,028 


0.016 


0 . 6 


8 11 


0.014 


0.3 8 


2 7. 1 


8 15 


0.014 


0. 0 1 7 


1 . 2 


8 18 


0.0 0 5 6 


U . U i D 


9 Q 


8 3 1 


0.6 3 


0. 6 1 


1. 0 


(1) 


0.4 5 


0.8 7 


1. 9 


Mm (2) 


0.047 


0.13 


2. 8 


Mm (3) 


0.034 


0.056 


1. 7 


nm (4) 


0.026 


0.037 


1. 4 


nm (5) 


0. 0 1 


0.065 


6. 5 


Mm (6) 


0. 1 1 


0. 5 1 


4. 6 



- 103 - 



wo 99/25712 



PCT/J1P98/05149 



J 7 7 4mm^rc\tH e pg 2mm=& 2 a-k^v- htcssu, j 7 7 4i!fflj!ia 

«DMEM. HepG 2 iffljafiM E M^^ftE (-tn-^n 1 0 % 4^ l!& J<a ?9 & ^ 
tr) €rfflVi, 3 7'C'C, 5 % C O I'T > + i^-iS'-{CT. 2 4 I^WigS Lt^. 

10Mg/ml<7)2 5- OHn^;:^^D-;p. jiryc, t^^^^^g-tJ^ig^^ggO. 
5ml{C32Jft^. ^ ^> {C 1 8 l^ftliSil Lfe. 

P B S T 2 lUiJfe^^^ 1 . 5 m 1 O ^1*- > : < y y p /i / — ;u (3 
: 2 ) Tttm ^«S^@ L/t. Jrtffiij^j^O. 2ml(O10%Triton X 
-10 0€:^tr-1'yyn/xy-;K3^^L. i^DUX5^o-;u (TO StXiSBS 
□ U 7. 5^ a — ;u (FC) -5-n-?n:3 U;^7=- o — ;UE 7^;^ h «7 13— (?a^;S6li 

ffllia<^>ttaiSI$ Sr 0 . 25ml<Z)2N NaOH{C37rT, 3 0 fffl pJ ^ 

{LL. BCA Protein Assay Reagent (Pierc 
e) TSag^Sd^bfc. 

TC<i:FC(D||*»i^Se*fcO<On U- X x □ - ;i.x X 7^ ^US ^ tlJ L . 3 > S 
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nmit^m^Lx, T^oynmit^iiio (i) - (6) ^mmu^jm-cumLrc 

mit-^m (1) ~ (6) it, :^<D^(0-X!&^, 

nmit-^^ (1) : 5- [2- (2- ( 4 - D 7x-;P) X^;|.) - 

3- {1 - :^=^}V- lU-'l ^^V—)V- 2 -'i.)V) -2H-l-^> 

tf ^ >- 6 ^=^->-2. 2->?pt^;u-N- (2. 6-i/-r 
y:/oi:;;u7iii;p) >t (wo9 2/0 9 5 8 2) 

^Hi{t^(^ (2) : ( + ) - (S) - 2- [5 - (3. B - 'J :^ ^ }V \d ^ V - 

;U (EP523941) 

(3) :N- (2. 2. 5, 5 - 7^ h ^ ^ ;P - 1 . 3-'>*^^-tf 

> - 4 - < — >-2 (s) - [n* - (2. 

2 - >';^5^;u:/D tr;p) -n' -y-jU'i/KK] -1 (s) -'>i5^n 

^4^->JUXX5^;U (EP42 1 44 1) 

nmit-^m (4) : [5- (4. 5 - amjp- 1 H--r 5 y v-ju- 2 - 
^>^;u] - N - 2 >^/:t + u- 5 > 

(WO 93/23392) 
fUmit-^!^ (5) : 6- (^>y^=^^1t'/-JU- 2 -N- 

(2, 6--:/<yynt:;P7x-;i/) ^^•ti->T5K 
9-8 8 6 6 onayit^i^) 

^mit^m (6) : 2- [4- [2- ('^OTT'f 5 ^^/-JU- 2 -f ) 

x5^;i.] e'>^^>^>-i-'r;i/] -n- (2. 6-->*<y7Dtf;i/7x 
X ;u ) T iz h 7 5 K 

(!f#i®¥9-i49892 noit^m) 

mmm 
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6- 2 -N- ( 2 - ;jt5^;i/^:t- 3 - tf 

U > 7 5 H <Z) SI it : 

:^ h U "iz h h* (2. 10 g. 28. 5 mmol) <0 pi ^ — ;i' (30 ml) ^JSt 

\Z. Jjc?&TT 2 - O P - 3 - — h O e U V > (4. 30 g,. 27. 1 mool) <D )f> ^ y — 

ju (50 ml) jg?ffi^}iSTb, 1 immmnm. ^jic^m^^^'yi^^tiax. @^sex5^;u 

- h n tf U > 2. 93 g (iR^ 64 X) <&lt6afttS t LT#fc. 

d - h a tr U > (851 mg. S.Onmol) *g^S (35 ml) tSt&SI (1.4 ml) 
<7)ii-&^mtc:^fl*L. JK?^TTffii» (3. 92 g. 60 mmol) 5: {i> fi "T O »P A fc. 3 0 

AX'^mmi. mm^^^i^T . 3 - 7 5 y - 2 - ^^;P5^^t: u v> 600 mg (« 

86 X) $:j?{tllfe?^tft«^<I: bT^fc. 

::(7)7SyeU>^> (6OO mg. 4. 28 mmol) OTH F (7 ml) ^§^StC h U X^^JU 
75> (520 mg. 5. 14 mmol) ^IfflA, '^l^^X^T^f X 6 - ^ U ^ ^^^-^ ^ a 
UK (l.lOg. 5. 14 mmol) €:«0o<O<!iMTL.^iaT3 l^fBJJtl* L^c. SCxJl' 
«r7KT'^&39?^, g^S!X5^ JUTttai L . ^^^^tK, fia *a tK Hi ^ L . 

^^y ^ - {i^\}tif)V 125 g: JiirjB^I«:^4^t*->:g^®?x^;u = 6 : l-*3 
: 1-2 : 1) T-maUT, Q - y u =^ - N - ( 2 - ^ ^ ^ - 3 - If U i/ 
;U) /N^-y- >7 5 H 1. 08 g (iR^ 79 X) ^i^fetft^ia (Bfi.-S : 6 6 - 6 7 ) 
<h L T ^c. 

C C07 S K (159 mg. 0. 5 mmol) t 2 - ^ )V ts V ^ > ^ "^-^ - }V (83 m 
g, 0. 55 mmol) W D M F (2 ml) (13 mg. 0. 05 mmo 

1) <ii m U A (83 mg. 0.6 mmol) ^ JP A , 8 0 T' . 3 B# Tal }^ L . K 
fSig^tl ^7KT^&!Kt^ . i^S?x^JU-C«iai L . Wtti®€:7K. fiS fa ^ tK T «i ;^ iJfe 
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h^yy ^ - ii^^)ti^)viQ g. m^mm ^^i)-> : mwtx.9^)i = 5.2 
-2 : 1) -cmuLxs^it^'^ 156 og mm si %) ^m^o.^^^iiLxmrz. 

U}^ : 1 2 7 - 1 2 8 -C 

IR (KBr) cm-': 3447. 3265. 1654. 

1522, 1508. 
•H-NMR (CDClj) 6 : 

1.58 - 1. 65 (2H. m). 1.83 (2H. quint. J = 7. 4 Hz). 
1.92 (2H. quint. J = 7. 4 Hz). 2.46 (2H. t. J = 7. 4 Hz). 
2. 62 (3H. s). 3. 34 (2H. t. J = 7. 4 Hz). 
7.06 (IH. dd. J = 8. 1. 4.6 Hz). 7.21 - 7.30 (3H. m) . 
7.44 (IH. m). 7.59 (IH. m) . 8.26 (IH. d. J = 4. 6 Hz). 
8. 28 (IH. d. J = 8. I Hz). 
EI MS m/z (relative intensity) : 387 (M*). 165 (100). 
7tm^^ : C .sHj.NaOzS LT 

If ^ fit : C. 58.89 ; H. 5.46; N. 10.84; S. 16.55. 

: C. 58.92 ; H, 5.43; N. 10.78; S. 16.55. 

9- (^>^/^^-^V~)V- 2 --f -N- (2 - >^^)U^^- 3 - \d 

C(DT^\^ (90 mg. 0. 25inmol) ii 2 - :^ tJ y h ^ > ^ V — )U (38 
mg. 0.25 mmol) <7) D M F (5 ml) mMiZ. m^Sttl A (42 mg. 0.30 mmol), 1 
8 - ^ -7 > - 6 (7 mg. 0. 03 mmol) ^IJQX. 8 0 "C T , 3 B# Jt }^ L fc. jxR:^ 
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ffiSSL. Umit^m 83 mg (Um 77 «) <i: L T#;t . 

iK,^ : 8 4 - 8 St: 

IR (KBr) cm-': 3465. 327 6, 2926. 

1 6 6 4. 1 5 0 5 

»H-NMR (CDCI3) 6 : 

1.35 - 1.53 (8H. m). 1.72 - 1.77 (2H. m). .. 

1.80 - 1.87 (2H. m). 2.42 (2H. t. J = 7. 3 Hz). 

2. 63 (3H. s). 3. 31 (2H. t. J = 7. 4 Hz), 

7.06 (IH. dd. J = 8. 0 . 4.7 Hz). 7.21 - 7.30 (3H. m). 

7.43 (IH. dd. J = 7. 0 . 0.6 Hz). 7.59 (IH. dd. J = 7. 6 . 0.6 Hz) 

8.25 (IH. d. J = 4. 7 Hz). 8.31 (IH. d. J = 7. 8 Hz). 

EIMS m/z (relative intensity) : 429 (M*). 297 (100). 

Ttm^^ : C22H27N3O2S 2<i:UT 

: C. 61.51: H. 6.33; N. 9.78: S. 14.93. 

mmm c. 61.51: h. 6.28: n. 9.64: s. 14.99. 

mmm3 (^^'(TXt^ti*^ 1 5 ©{t^#i) 
6- (^>V'^7V-)v- 2 -N- ( 2 - 3 - tr u 

2 - >^ }\^ tl y h > V ^ V - Jl<D i^t> K) \Z 2 - ;^ )l ti y h ^ > V ^ 7 - 

M}^ : 118 - iig-c 

IR(KBr) cm-' : 3429, 3265. 1654. 

1 5 2 2. 1 5 0 8. 
'H-NMR (CDCla) 5: 

1.57 - 1.65 (2H. m). 1.83 (2H. quint. J = 7. 4 Hz). 

1.91 (2H, quint. J = 7. 4 Hz). 2.46 (2H. t. J = 7. 4 Hz). 

2. 61 (3H. s). 3. 38 (2H. 1. J = 7. 4 Hz), 

7.06 (IH. dd, J = 8. 1. 4.9 Hz). 7.25 (IH. br s). 7.29 (IH. m) . 
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7.41 (IH. m). 7.75 (IH. m). 7.86 (IH. m). 
8.25 (IH, d. J = 4. 9 Hz). 8.29 (IH. d. J = 8. I Hz). 
EI MS m/z (relative intensity): 403 (M*). 223 (100). 
TCM^^ : C.»H2.N,OS3<i:LT 

tf-^fii : C. 56. 55 ; H. 5.24: N. 10.41; S. 23. 83. 

mmm c. 56.69: h. 5.30: n. 10.24: S..23.77. 



mMm4 (m.^(Dit^m^^ I 8 (Dit-^' 

9- (^>V^7V-)V- 2 - ^ )l'^:t) -N- ( 2 - - 3 - e U 

iioz-iost: 

IR (KBr) cm-': 3448. 3256. 2923, 

1656. 1525. 
'H-NMR (de-DMSO) 6 : 

1.24 - 1.34 (6H. m). 1.36 - 1.43 (2H. m). 

1.54 - 1.59 (2H. m). 1.69 - 1.77 (2H. m). 

2.26 (2H. t. J = 7. 4 Hz). 2.40 (3H. s). 3.28 (2H. t. J = 7. 2 Hz) 
7.01 (IH, dd. J = 7. 8 . 4.6 Hz), 7.26 (IH. dt, J = 8. 1 . 1.2 Hz). 
7.36 (IH, dt. J = 7. 3 , 1.2 Hz). 7.58 (IH. dd. J = 7. 8. 1.5 Hz), 
7.74 (IH, d. J = 8. 1 Hz), 7.85 (IH. dd. J = 7. 3 . 1.2 Hz), 
8.21 (IH. dd. I = 4. 6 , 1.5 Hz). 8.73 (IH, br s). 
E IMS m/ z (relative intensity) : 445 (M"). 297 (1 00). 
TCS^^rr : C22H2 7N30S3i:LT 

H-^fi : C. 59.29: H. 6.11; N,9.43: S.21.58. 
%mm. : C.59. 12; H. 6.02; N.9. 25; S.21.62. 



(Sff'CD{t^^#^ 2 5 Ofb-^4^3) 
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6- (^-^X-( S.^'Z-Jl- 2 -N- ( 2 - 3 - hr 

nit. 

IM,^ : 1 2 1 - 1 2 a-C 

IR(KBr) cm-' : 3386, 3276. 1658. 

1 5 1 1. 1 3 9 8. 
'H-NMR (CD C 1 ») d : 

1.52 - 1. 60 (2H. m). 1.74 - 1.86 (4H, o). 

2.42 (2H. t. J = 7. 2 Hz). 2. 60 (3H, s). 

3.32 (2H. t. J = 7. 2 Hz). 7.05 (IH. dd. J = 8. 1. 4.9 Hz). 
7. 18 - 7. 19 (2H. m). 7. 32 (IH. br s). 

7. 36 (IH. br s). 7. 66 (IH. br s). 

8. 23 - 8. 26 (2H. m) . 9. 84 (IH. br s). 

EI MS m/z (relative intensity): 386 (M*). 205 (100). 
Ttm^^ : C i9H2*N40 S 2<!: LT 

ifWm : C. 59.04: H. 5.74: N. 14.49; S. 16.59. 
: C, 59.06: H. 5.76: N. 14.35: S. 16.57. 



9_ (^>x-r 5 2 --1* ;i/^^) -n- ( 2 - ^ 3 - e 

'J JU ) / > T 5 h* (75 M it : 

2 - :^ tJ y h ^ > 'J ^ V - )\^ (D i^t:> f) \z 2 - ;^ )l ti ^ h ^ > X ^ ^ ^ 

fz. 

IR(KBr) cm"' : 3260. 2929. 2851, 

1664. 1519, 1394. 
'H-NMR (CDCla) d: 
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1.31 - 1.47 (6H. m), 1.57 - 1.61 (2H. a). 

1.69 - 1.79 (4H. m). 2.42 (2H. t. J = 7. 2 Hz). 2.63 (3H. s). 

3.32 (2H. t. J = 7. 4 Hz). 7.06 (IH. dd. J = 8. 1 . 4.6 Hz). 
7. 18 - 7. 23 (4H. m) . 7. 67 (IH. br s). 

8.26 (IH. d. J = 4. 6 Hz). 8.30 (IH. d. J = 7. 8 Hz). 
9. 31 (IH. br s). 
E IMS m/z (relative intensity): 428 (M*). 164 (100). 

9- (^>Vyi-=¥'*)-V-}U- 2 -U- (4 - 2 - JU 

2->^OP-3-:rhoeU i^XD'f^t) 0lc:2-:J7DD-4 - 3 - - 

h □ tr 'J >^m^^xmt&m i <hi^«tsj5 • 4 2 

5^^- 3 - - h n e U C©— hoe'J>?> (474 mg. 2. 57 mmol) ^ 

g^ij (18 ml) tmmwt (0.7 ml) (om^mm\zmmi^ . ^n^r-vw^ (2.02 g. 
30.88 miDoi) ^{i>m-r-Dmxrc, 30 ^^jti^m, sjrNig^<i!3$ri6iaL, mts.^ 

- 4 - - 2 - >t tr U y > 307 mg (iR^ 77 X) ^M^i^^iz LT 

Z.(D7 ^ y \^^) 'J > (307 mg. 1. 99 mmol) ^ o o it^;PA (4 ml) 'mWL\Z h "J 
X^JU75> (302 mg. 2. 99 mmo 1 ) $r Jp ;t . T3k T T 9 - ^ D ^: y :h > 
^ o U H (2. 99 mmol) c;d p □ i^c ;i/ A (4 ml) mW. $ia)o<Oi:TiSTL. ^jair 

i^«r->'J;^y;i'^'D^h^^7'f - ('>"J;^y;u 125 g. JgB3?§<«:^^-y->: 
g^S?X^;P = 3:l-2:l) "C^f Si LT Q-^o^-N- (4->C5^;i.-2-^ 

- 3 - tr u ->*ju) y ^ >7 5 K 26 1 mg dtx^ 35 x) ^M6«^5j^s (git 

: 77 - 78X:) i: L T f# ^c. d CD 7 5 K (1 14 mg. 0. 31 mmol) t 2 - y 
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h ^>V:t V — (46 mg. 0. 31 DIDO I) OJDM F (5 ml) S?K IC 1 8 - ^ ^ "tr 
>-6 (8 mg. 0. 03mmol) t^WttJ^J^yj^ (51 mg. 0. 37 mmo I) «r JlJP A , 8 0*0 

%«r^)-^»)i^ O V hi^7:7w - (il§a^«t;^PDJJ^Jl'A:p^^/->»l' = 20: 
1) •vmni^XSmit'^^ 89 mg (iR^ 66 %) <i: L Ttifc. 

BS.^ : 9 1 - 9 2 r 

IR(KBr) cm" : 3433. 3268. 2924, 

1518. 1496. 
'H-NMR (CDCI3) 6 : 

1.36 - 1.53 (8H. m). 1.74 - 1.88 (4H. m). 2.21 (3H. s). 
2.43 (2H. t. J = 7. 6 Hz). 2.53 (3H. s). 3.32 (2H. t. J = 7. 3 Hz) 
6.63 (IH. br s). 6.90 (IH. d. J = 5. 1 Hz). 
7.22 - 7.30 (IH. m). 7.43 (IH. dd. J = 7. 2 . 1.4 Hz). 
7.60 (IB. dd. J = 7. 6 . 1.4 Hz). 8.24 (IH, d. J = 4. 9 Hz). 
EI MS m/z (relative intensity): 443 (M*. 100). 
TzM^m : C 23H 2.N 3O 2 S 2<»: LT 

: C. 62.27; H. 6.59: N. 9.47; S. 14.45. 
C. 52.34; H. 6.58; N, 9.33: S. 14.44. 



mmm8 (^^(oit-^mmm e 8 (Dif^m) 

9- (^>y5^7y-;U- 2 --r ;U5^:t) -N- ( 4 - ;^ ^ ;P - 2 - ^ 5^ ;U 5^ 
2 - ^ )l ti r h ^ > V ^ - Jl' <D RtD 0 \Z 2 - ti h ^ > V 9- y V - 

Rt.^ : 8 8 - 9 0 "C 

IR(KBr) cm-' ; 3449. 3271. 2925. 

1657. 1425. 997. 
'H-NMR (CDCI3) 5: 
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1.37 - 1.53 (8H. m). 1.73 - 1.87 (4H. m). 2.21 (3H. s). 
2.43 (2H. I. J = 7. 6 Hz). 2.53 (3H. s). 3.35 (2H. t. J = 7. 3 Hz). 
6.62 (IH. br s). 6.90 (IH, d. J = 5. 1 Hz). 
7.23 - 7.31 (IH. m). 7.39 - 7.43 (IH. n). 

7.75 (IH. dd. J = 8. 1 . 0.5 Hz). 7.86 (IH. dd. J = 8. 1 . 0.5 Hz). 
8. 24 (IH. d. J = 5. 1 Hz). 
7t^^^ : C 23H 2.N 3O S li: LT 

tt-»ffi : C. 60.10; H. 6.36; N. 9.14. 
mmm : C. 59.99: H. 6.36: N. 9.00. 

mmm9 i^^oxt^mm^ 2 7 5 oxf^^) 

6- ('^>V:i-=*^t>- 2 --f JU5^^) -N- [2. 6 - b* 7. ( 5^ ;U 9^ 

:t) -3-eu>';u] ^=^-^>7 ^ \f<DSkm : 

2 -'^ an - 3 - -hu\d*) i?>(DRt>r)\Z2 . 6-v?^DD-3-:::hotr 

V ':^>t:m^^x^mm 1 iim^izRm • in^ML. 2. e-f^. o^^ji^^i-) - 

3 - - h □ tr ij -:/>S:#fe. ZKD- h D t! <J v?> (800 mg. 3.70 mmol) <£g^S? 
(100 ml) tJgiSS? (5.6 ml) <75jg^^MI Jdjgfl? b . JKJ^TTffiia (2.90 g. 44. 

39 mmol) ^{i^mr-Dm^ft, so^^mmw^. mm^mm 

^)ti^)\^<7u-^V^^v^- (JllB^«t : : g^afX5^;u = 4:1) 

SiLT. 3-7-57-2. 6-^7. (^^;i.5^:i-) tT «J > 301 mg (i|X^ 44!l!) 

C CO 7 5 y tf 'J V? > (301 mg. . 1. 62 mmol) (7) T H F (3 ml) h U X 

75> (196 mg, 1.94 mmol) S:j!lD;t. TJK?n T T 6 - :r □ ^: ^ -9- >S? ^ □ 
'J K (345 mg. 1.62 mmol) OTHF (1 ml) /§^e?^-«0o<O<i:?fSiTL, O^TS 

i&->U:^yjUiJ7p-vhy^:7^' - (®Ba}§(«.'\=^lJ->: @^SEX^;i/ =4:0 T 
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mSil^X 6 - ya=t-N - [2. 6-t*7. -3-tr'Jv;H 

+>->T5 K 453 mg (iR^ 77 X) *«!lfe»5fcS : 117 - l\9X:) tVxn 

fc. 3: (7)7 5 K (iOO mg. 0. 28minoI) t 2 - ^ h > V:t — ;i/ (4 

2 mg. 0. 28 mmol) D M F (4 ml) m^\Z 1 8 - ^ > - 6 (7 mg. 0. 03 mmo 

I) t mWt :fj A (46 mg. 0.33 mmol) ^taX. 8 0 r T 3 l^fS Jtit L >£: . SJS 

=*^-b-><t 0 Si^a BMft^il^ 83 mg (iR^ 70 %) ^ B^BM^ t L T ^ fz , 
MjSi. 1 2 5 - 1 2 6 1:: 

IR(KBr) cm-' : 3436, 3253, 2937, 

1653, 1519, 1505. 
'H-NMR (CDCI3) 5: 

1. 57 - 1.65 (2H. m). 1.78 - 1.86 (2H. m). 1.88 - 1.95 (2H. m). 

2.44 (2H. t. J = 7. 4 Hz), 2.57 (3H. s). 2.62 (3H. s). 

3.33 (2H. t. J = 7. 3 Hz). 6.93 (IH. d. J = 8. 4 Hz). 

7.02 (IH. br s), 7.21 - 7.30 (2H, m). 

7. 43 (IH. dd. J = 7. 4 . 1.7 Hz). 

7.59 (IH. dd. J = 7. 4 . 1.7 Hz). 8.01 (IH. d. J = 8. 4 Hz). 
Ttm^m : CioHjaNjOiSachLT 

it^{ii : C. 55.40: H. 5.35; N. 9.69. 

mmm -. c. 55.53: h. 5.38: n. 9.68. 

6- (^>'/:t=\^ity-;u- 2 - < -N- ( 6 - - 2 - ^ 

2 - ■i; a a - 3 - - h u \^ >(D Rt> KHZ 2 - i7 a a - 6 - :A ^ )\, - 3 - - 

h □ t: u >^m\^^xmmm i tm^iz^m • mmv. 6->^;i/-2-;<5^;u 

5^;t - 3 - X h □ t: U ->* > €:f#rc. d <7) - h □ tf U v > (921 mg. 5. 0 mmol) ^ 

js^m (40 ml) tmi&m (i. 75 mi) (Dm.'^mmizmmi^ . M}%TxMm (3. si g. 
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60 Dmoi) srii^fi-rosDAfc. 3 o^mmw^ik. Rj^-m-^m^mi&L. mm^m. 

6 -^5^JU - 2 -^^;P5^:ttf U v> 685 mg mm 88 X) * SI ?ft t» t UT 

CtDT 5 y tf U (601 mg. 3. 9 mmol) <D ^ a UTioUJ^ (10 ml) mi&iZ h U 

X^;t'T5> (475 mg. 4.7 mmol) ^ m PL ^^^-^X ^Kl^T X 6 - y a ^ ij- > 
u^) K (944 mg. 4. 29 mmol) ^ «0 ^ < 0 t/ST ^ST 1 2 B^^iti^ Lfe 

u-^ h if "7 y ^ — (->U;^y;P50g. Mfli^iei:^^-t»->:i^S?x^;u = io:i 
^5:1) LT 6-:/D*-N- (6-pC5^jU-2-^5"JU5^;t-3-t!'J 

i^;i') ^^^>T% H 773 mg (iR^ 59 X) ^U^f^Sk (SS,^ : 98 - 99*0 
X^xntz. ZL(DT^Y (133 mg. 0. 4 mmol) ii 2 - :^ )V t! y h ^> V it V — 
)V (67 mg. 0. 44 mmol) 0 D M F (2 ml) mW.\Z 18-^^0>-6 (1 1 mg. 0. 
04 mmol) i: ^ * U A (67 mg. 0.44 mmol) SrJPA, 8 0 "C T 9 0 ^Kiti^ L 

JV^a-^h^^y^ - ('>'J ;^y;i/20 g. MBS^j® :^4--y->:7-kh>=5: 
1 ^ 5:3) T^SiLTa 6<J<t:^i^ 125 mg (iR^ 78 %) ^M^m^^ i L T ^# 

miM. : 1 4 0 - 1 4 1 r 

IR(KBr) cm"' : 3437, 3267. 1654. 

1528. 1506. 

'H-NMR (CDClj) (5: 

1.57 - 1.65 (2H. m). 1.82 (2H. quint. J = 7. 4 Hz), 

1.91 (2H. quint. J = 7. 4 Hz). 2.44 (2H. t, J = 7. 4 Hz), 

2.48 (3H, s), 2.60 (3H, s), 3.33 (2H. I, J = 7. 4 Hz), 

6.90 (IH. d. J = 8. 1 Hz). 7.21 - 7.30 (2H. m) , 7.43 (IH. m) . 

7. 59 (IH, m), 8. 13 (IH, d, J = 8. 1 Hz), 
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EI MS m/z (relative intensity): 401 (M*). 203 (100). 
Ttm^^ : C 2oH23N»02S 2t LT 

tt^li : C. 59.82; H. 5.77; N, 10.46. 

USSfit : C. 59.90: H. 5.84: N. 10.32. 

mmmii (^^poxt^i^*^ 4 5 s ro^t^ife) 

9- 2 )l^:t) -N- ( 6 - ^ 2 - 

S-T^y-e-y^'^Jl-Z - pt^;i'^Ji-trU>^> (685 mg. 4. 44 ornol) (D ^ 
ODjJnJI/A (10 ml) J§?Ktc: h "J X^;i/7 5 > (607 mg. 6. 0 mmol) SrJlP^, ^A^^ 
-^HKlfvT'C 9-yu^y-^>fStC7uV\^ (1281 mg, 5 mmol) <7) ^ □ □ tJ^ ;P A (3 
ml) i§«tSr«0o < 0 tfiST T 1 7 ^ K Iti^ U ifc . ^zKT#«^ 

tiy)U7Sg, Jl^JSi«:^^-9->:BtSEX5^JP = 10:1 -* 4:1) TSKbT 9 - 
ypcE._N_ (6 2 3 - fcT'J v?;P) / :^ > 7 5 K 433 

mg iiam 27 X) (Rt,^ : 80 - 82*0 <i:bT#fc. 

;i(75T5h* (131 mg. 0.35 mmol) ,h 2 - ^ h ^ > V:4-=^-9-y-)P (58. 

mg. 0. 385 mmoDOD M F (1 . 5 m 1) 1 8 - ^ '!7 > - 6 (9 mg, 0. 035 m 

mol) <i:^^;^'Jr>A (58 mg. 0. 42 mmol) ^JUnA. 8 0 "C T 3 B# PbI JtJ* L , S 
l^ig'&tl€:7KT^«5^. B^gfX^)U-Cf*ttl W«®*7K, 10 ^ ^ tK T US i$t 

-7 h ^ y ^ — ('^ ti y )IZ0 g, mmH^i^ : ^"^-^ > ■■ ^^^^^^ =4:1 
3: 1) -cmSi LT a M^b^^ 123 mg mm 79 is) ^«$e.fi-ttac»: LTftfc 

at.^ 9 9 - 1 0 0 1: 

IR(KBr) cm-' : 3421. 3235. 2924. 

1655. 1528. 1497. 

1 4 5 5. 
'H-NMR (CDCI3) 6 : 
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1.32-1.42 (6H. m). 1.43-1.51 (2H. m). 1.70-1.78 (2H. m). 

1.83 (2H. quint. J = 7. 4 Hz). 2.40 (2H. t. J = 7. 4 Hz). 

2.48 (3H. s). 2.61 (3H. s). 3.31 (2H. t. J = 7. 4 Hz). 

6.90 (IH. d. J = 8. 1 Hz). 7.21-7.30 (3H. m). 7.43 (IH. n). 

7. 60 (IH. o). 8. 15 (IH. d. J = 8. 1 Hz). 
EI MS m/z (relative intensity): 443 (M*)..311 (100). 

6- (.^>V^T V — Jl^- 2 JU"^:*-) -N- ( 6 - 5^;U- 2 - ;< 
- 3 - hT U v?;U) ^^'^>7 5. KG)8ait : 

2 - ij zf h ^ > V — )U f^i:> D \z 2 - ^ )U ti \- ^ > V ^ 7 V 

Si,-^ : 122-123t; 

IR(KBr) cm"' : 3438, 3290, 1656. 

1515. 1431. 
'H-NMR (CDCI») 6 : 

1.57 - 1.65 (2H. m). 1.82 (2H. quint. J = 7. 4 Hz). 
1.90 (2H. quint. J = 7. 4 Hz). 2.44 (2H. I. J = 7. 4 Hz), 
2.48 (3H. s). 2.60 (3H. s). 3.37 (2H. t. J = 7. 4 Hz). 
6.90 (IH. d. J = 8. 3 Hz). 7. 22(1H. br s) 7.29 (IH. m) , 
7.41 (IH. n). 7.75 (IH. m) . 7.86 (IH. m). 8.13 (IH. J = 8. 3 Hz). 
E IMS m/z (relative intensity): 417 (M*). 1 68 (100). 
Ttm^Vi : C 2oH 23N sO S 3 (i: LT 

It^fil : C. 57.52: H. 5.55: N. 10.06. 
HSflfi : C. 57.65: H. 5.63: N. 9.97. 

9- (^>'/^Ty-JU- 2 ;i/5^7*-) -N- ( 6 - ^ ^;u- 2 - >C ^JU^ 
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ISB!,^ : 1 0 4 - 1 0 5r 

IR(KBr) cm" : 3280, 2924.1662. 

1527. 1428. 
'H-NMR (C D C 1 3) <5 : 

1.32-1.41 (6H. m). 1.43-1.51 (2H. m) . 1.70-1.77 (2H. m). 
1.82 (2H. quint. J = 7. 4 Hz). 2.40 (2H. t. J = 7. 4 Hz). 
2.48 (3H. s). 2.61 (3H. s). 3.34 (2H. I. J = 7. 4 Hz). 
6.90 (IH. d. J = 8. 1 Hz). 7.22 (IH. br s) 7.29 (IH. m). 
7.41 (IH. m). 7.76 (IH. m). 7.86 (IH. m). 
,8. 15 (IH. d. J = 8. 1 Hz). 
EI MS m/z (relative intensity): 459 (M*). 293 (100). 
7im^^ : CzjHa.NaO S 3<»i LT 

§t3?ffi : C. 60.10: H. 6.36: N. 9.14. 

: C. 60.17: H. 6.40: N. 9.11. 



6- (/>; ^X-Y 5 2 --r Jl'^^t) -N- ( 6 - ^ 5^ ^l' - 2 - ^ ^ ;P 

- 3 - 'J v;W) '\^-9->7 5 HOSiit : 

gS.^ : 1 3 8 - 1 4 0 r 

IR(KBr) cm-' : 3385. 3244. 1668, 

1 5 0 9. 1 4 4 0. 
'H-NMR (CDCI3) 5: 
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1.53 - 1.61 (2H. BJ). 1.78 (2H. quint, J = 7. 6 Hz). 
1.82 (2H. quint. J = 7. 6 Hz). 2.41 (2H. t. J = 7. 6 Hz). 
2.48 (3H. s). 2.59 (3H. s). 3.31 (2H. t. J = 7. 6 Hz). 
6.88 (IH. d. J = 8. 3 Hz), 7.16 - 7.23 (2H, m) , 7.31-7.32 (2H. m) . 
7.67 (IH. m). 8.08 (IH. d. J = 8. 3 Hz). 9.72 (IH. br s). 
E I MS m/z (relative intensity): 400 (M*).. 164 (100). 
Ttm^m : C 20H2.N4O S 2<i: 

: C, 59.97: H. 6.04: N, 13.99. 

mmm c. 6o. 08: h. e. os; n. 13.94. 



mmmis i^fp(D^t■^^m^ 4 7 8 a^it^^) 

9- >X'f 5 y y — 2 --f -N- ( 6 - 2 - 

^^-3-truv;u) y :^>7 s Koaait : 

IS&M. : 7 3 - 7 5 "C 

IR(KBr) cm-' : 3254. 2926. 1663. 

1515. 1438. 
'H-NMR (CDClj) 5: 

1.27-1.43 (8H, m). 1.68-1.78 (4H. m). 2.40 (2H. I. J = 7. 4 Hz). 

2.48 (3H. s). 2.60 (3H, s), 3.31 (2H, t. J = 7. 4 Hz). 

6.89 (IH. d, J = 8. 1 Hz). 7.17-7.20 (2H. m) , 7.31-7.33 (2H. m) . 

7.67 (IH, m), 8.13 (IH. d. J = 8. 1 Hz), 9.69 (IH, br s). 

nmm 1 6 im.^(Dit'^<^m^ 7 s i <Dit^^) 

2- (^>V^^+)-V-)V- 2 -N- [2, 4 - t: X ( ^ ^ )U ^ 

3- 75y-2. 4-t'7. (pC^JP^^j-) - 6- ^5^;Utr«J>?> (492 mg. 2. 
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46 mBOl) 05^ □ □;J^;UA (10 ml) mmiZ h 'J X^;UT 5 > (274 mg. 2. 71 omo 
1) SrJPA, :;*:t^-CJk?^TT:/o^i^K:^P 5 K (521 mg. 2.58 mmol) * o < 

;Ui?ovh^^7^ - (-> 'J *y;i'25 g. M^^Sii :'\#lf>:T-fcH>=7: 
1 5.1 - 3:1) TmSUT2-^at-N- [2. (^^;P5^:t) 
- 6 - - 3 - tf 'J v^P] 7-t H T 5 K 100 mg (iR^ 13 X) 

(mM : 171 - 172t;) <hLTf#fc. 

C<^T5 H (96 mg. 0.3 mmol) t 2 - > ^ h > V^t^^^tJ" (45 mg. 

0. 3 mmol) 7 -fe h - h U ;U (5 ml) mmiZ^Witl V ^ (46 mg. 0. 33 mmol) 

^LT#)tffi^fifeite«:->u p V hy^:7^ - (-> 'J ;^y;no g. ssa^.' 

«| : '\^-y-> : 7-tl h > = 5:2) "CmM L T B M^k^iftl 88 mg (iR* 75 X) Sr .'. 

: 203-205'C 
IR(KBr) cm-' : 3 4 3 7. 3 2 3 8. 1 6 6 9. 

1 5 0 9. 1 4 5 4. 

'H-NMR (CDCI3) <5: 

2.31 (3H. s). 2.41 (3H. s). 2.46 (3H. s). 4.10 (2H. s). 
6.61 (IH. s). 7. 28 - 7.33 (2H. m) . 7.49 (IH. m) . 7.60 (IH. m) . 
8. 77 (IH. br s). 
EI MS m/z (relative intensity); 391 (M^). 22 7 (1 00). 
7tm^^ : C.7H.7Nj02S3<i:LT 

sfWm : C. 52.15; H. 4.38: N, 10.73. 
%m\m. : C. 52.14: H, 4.44; N. 10.57. 

nm^mii (^^'c^^t^ti*^ 7 s 3 <75{b^^) 
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4- (/>;>»/:t^-tl-V-;i'- 2 -N- [2. A-MT. i/^^iVJ- 

^) - 6 -^^^^^p- 3 - e u y^>7^Y(r>w^\ 

3-T5y-2, - 6 - ^ 5^;nf U ->* > (34l mg. 1. 7 

0 mmol) CO T H F (6 ml) ^ffilfC h U X^;UT 5 > (206 og. 2. 04 amol) SrftJ A, 
;*:V»-CiK?&TT 4 - :/o^:/r^ >S?^ D "J K (379 mg. 2.04 mmol) Sr o < 0 t 

T^fcffl^fi)t^«:->'j;^7y;u;i7o-7hi:/^7>f - (->'j*y;u75 g. mwmm. ; 

> : 7 -t h > = 5 : I 3 : I) nm^LT 4 - ^Pt-N- [2. 4-fc: 
7. (:>t^;U^:*-) - 6 - ^JU - 3 - t: U v?;U] >7 5 K 390 mg (iR^ 66 
%) ^m^^^ (Mj^ : 139 - 140*0 <l:LT#/i. 

C(07$K (105 mg. 0. 3 mmol) i: 2 - >< ^ h ^ > V^t^lt V— (50 m 
g. 0. 33 mmol) <7) D M F (2 ml) ^SEfz: 1 8 - ^ 7 > - 6 (8 mg. 0. 03 mmol) 
tK^*U':7A (50 mg. 0.36 mmol) ^MpL. 8 0 "C T 3 I^Pal^jaf L fc. RJSil 

:7>r - (mmmm : ^=¥-^> : m^ji'f-ju = 3:2. 2 msM) -ci^giLTSMft: 

^«!5 67 mg (iR^ 53 %) SilfetftftS t L Tff fc. 
HS,^ : 149-150t: 

IR(KBr) cm-' : 3437. 3248. 1667, 

1503. 1455. 
'H-NMR (d.-DMSO) 5 : 

2.13 (2H. quint. J = 7. 2 Hz). 2.37 (3H, s). 2.38 (3H. s). 

2.44 (3H, s). 2.49 (2H. t. J = 7. 2 Hz). 3.43 (2H. t. J = 7. 2 Hz). 

6.88 (IH. s). 7.30 - 7.37 (2H. m). 7.64 - 7.68 (2H. m) . 

9. 45 (IH. br s). 
EI MS m/z (relative intensity): 419 (M\ 100). 
Ttf^^Vr : C . 9H 2 i N aO 2 S 3 i: L T 

sYW-m : C. 54.39; H. 5.04; N. 10.01. 
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: C. 54.58: H. 5.08; N. 9.98. 

6- (^>>/;r^-9-y-;i.- 2 -N- [2. 4-f7> (^5^>IU^ 

la.^ : 1 2 0 - 1 2 1 t: 

IR(KBr) cm" : 3433, 3235. 1662. 

1502. 1455. 
'H-NMR (d.-DMSO) 6 : 

1.44 - 1.54 (2H. m). 1. 58 - 1.68 (2H. m) . 1.72 - 1.82 (2H. m) . 

2.18 - 2.27 (2H. m) . 2.32 (3H. s). 2.34 (3H. s). 2.37 (3H. s). 

3.27 (2H. t. J = 7. 2 Hz). 6.78 (IH. s). 7.19 - 7.26 (2H. m). 

7. 47 - 7. 53 (2H. m) . 8. 74 (IH. br s). 
EI MS m/z (relative intensity): 446 (M*-l). 200 (100). 
jtm^^ : CziHzsNsOzS at LT 

sinU : C. 56.35: H. 5.63: N. 9.39: S. 21.49. 

mmm c. 56.42: h. 5.62: n. 9.26: s, 21.39. 

9- {^>v^=¥'^'/-)i' - 2 - ^ }\^^^) -N- [2. 4-t*;^ (^^J^^ 
:t) - 6 - >t ^^Ji'- 3 - tr u v^u] y i- >7 i \^(Dnm : 

it.^ : 1 2 3 - 1 2 4^; 

IR(KBr) cm" : 3461. 3246. 1671, 

1504, 1454. 
'H-NMR (ds-DMSO) 6 : 
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1.26 - 1.46 (8H. m). 1.53 - 1.63 (2H. m). 1.72 - 1. 83 (2H. m). 
2.24 (2H. t. J = 7. 3 Hz). 2.37 (3H. s). 2.37 (3H. s). 

2.43 (3H. s). 3.31 - 3.41 (2H. m). 6.86 (IH. s). 

7. 27 - 7.34 (2H. m). 7.58 - 7.66 (2H. n) . 9.26 (IH. br s). 
EI MS m/z (relative intensity): 489 (M*. 100). 
Ttm^m : C24H3.N.O2S at LT 

ifW^ : C. 58.86: H. 6.38; N. 8.58; S. 19.64. 

: C. 58.94: H. 6.37: N. 8.44: S. 19.55. 

nmm 2 0 {^'^(Dit't^mn 793 ay^t^^^) 

4- (^>\/^7 2 --f -N- [2. 4-t:x (>t>^)u^ 

:t) - 6 - ^ 3 - tr U >';l'] l/rS' > y 5 H WSit : 

M.^ : 131-133*0 

IR(KBr) cm"' : 3435. 3250, 1665, 

1509. 1428. 
•H-NMR (d.-DMSO) 6: 

2.11 (2H. quint. J = 7. 2 Hz). 2.37 (3H. s). 2.38 (3H. s). 

2.44 (SH. s). 2.49 (2H, t, J = 7. 2 Hz). 3.46 (2H. t. J = 7. 2 Hz). 
6.88 (IH. s). 7.37 (IH. m). 7.47 (IH. m). 7.87 (IH. m). 

8. 02 (IH. m). 9. 45 (IH. s). 

EI MS m/'z (relative intensity): 435 (M*). 168 (100). 
Ttm^^i : Ci9H2.NaOS4<i:LT 

nfWm : C. 52.39: H. 4.86; N. 9.65. 

: C. 52.39; H, 4.84; N, 9.56. 

6- i^>V^7V-)\^-2-^)l^^7i-) -N- [2. 4-h:*;^ (^5^;U^ 
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:t) - 6 - 3 - tr u ^=^-t>->7 5 KcOSSit : 

Mj^ : 1 2 3 - 1 2 5 t: 

IR(KBr) cm-' : 3433, 3258. 2923. 

1661, 1429 
'H-NMR (ds-DMSO) <5: 

1.49 - 1.58 (6H. m). 1.67 (2H. quint. J = 7. 2 Hz). 

1.83 (2H. quint. J = 7. 2 Hz), 2.29 (2H. t. J = 7. 2 Hz). 

2.38 (3H. s). 2.39 (3H. s). 2.45 (3H. s). 

3. 38 (2H. t. J = 7. 2 Hz). 6. 68 (IH. s). 

7.36 (IH. td. J = 8. 0. 1.0 Hz). 7.46 (IH. td. J = 8. 0. 1.0 Hz). 
7.86 (IH. dd. J = 8. 0. 1.0 Hz). 8.01 (IH. br d. J = 8. 0 Hz). 
9.31 (IH. s). 

EI MS m/ z (relative intensity): 463 (M*). 201 (100). 
Ttm^^m : C2iH25N30 S 4<i: UT 

H-^ffi : C. 54.40; H. 5.43; N. 9.06; S. 27.66. 

mmm c. 54.42; h. 5.45; n. 8.79; s. 27.68. 

9- (^>V^TV—)i^- 2 )l^:t) -N- [2, 4 - \d 7. (;>t^JU^ 

^> - 6 - 3 - tr u y :^ >t s H <75Sijt : 

Bi,^ 1 2 6 - 1 2 7 1: 

IR(KBr) cm-' : 3440. 3252. 2924, 

1 6 6 1. 1 4 3 0. 
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'H-NMR (ds-DMSO) <5: 

1.31 - 1.52 (8H. m). 1. 59 - 1.68 (2H. m). 1. 77 - 1.85 (2H. m). 

2.23 - 2.33 (2H. m). 2.40 (3H. s). 2.42 (3H. s). 2.45 (3H. s). 

3. 36 (2H. t. J = 7. 2 Hz), 6. 86 (IH. s). 
7. 34 (IH. dt. J = 7. 8 . 1. 2 Hz). 

7.44 (IH. dt. J = 7. 8 , 1.2 Hz). 7.83 (IH. d, J = 8. 3 Hz). 

7.93 (IH. dt. J = 7. 8 . 0.6 Hz). 8.78 (IH. br s). 
EI MS m/z (relative intensity): 504 (M*-l). 200 (100). 
Ttm^^ : C 24H» ,N sO S 4<i: LT 

ifWm : C. 57.00: H. 6.18; N. 8.31; S. 25. 36. 

nmm c. 57. os; h. e.i?; n. 8.15; s. 25.41. 

Mmm2 3 (^tf 0{b^#l#^ 8 0 3 Oft^il^) 

4- (^>X^ ^^'/-)\^ - 2 - ^ -N- [2. 4-b*y^ (jJt^JU^ 

^) - 6 - 3 - e U v'Jl/] y^>7^\t<D^m: 

U.-S : 1 7 7 - 1 7 9 r 

IR(KBr) cm-' : 3421. 3147. 1659. 

1645. 1438. 
•H-NMR (d.-DMSO) 6 : 

2.06 (2H, quint. I = 7. 2 Hz). 2.38 (3H, s), 2.39 (3H. s). 

2.44 (3H. s). 2.46 (2H. t. J = 7. 2 Hz). 3.36 (2H. t. J = 7. 2 Hz). 

6.88 (IH. s). 7.09 - 7.13 (2H. m) . 7.34 - 7.52 (2H. m). 

9. 48 (IH. s). 12. 54 (IH. br s). 
EI MS m/z (relative intensity): 418 (M*). 150 (100). 
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6- (^>X^ S. y^-)]^- 2 -N- [2. (^^JP^ 

:*-) - 6 - ^Jl'- 3 - t: 'J v;!'] 's + U" > T 5 K <7)SSlit : 

2 h^>y5f-=<^i^-V-;K?)f^*3 0{3 2 - ^;u*:/h'^>X'f5^y 

o 

igfi,^ : 1 3 9 - 1 4 1 r 

IR(KBr) cm-' : 3433, 3244. 2924, 

1659. 1437. 
'H-NMR (d6-DMSO) 6 : 

1.47 - 1.56 (2H. m). 1.65 (2H. quint. J = 7. 2 Hz). 
1.76 (2H. quint. J = 7. 2 Hz). 2.28 (2H. t. J = 7. 2 Hz). 
2.38 (3H, s). 2.39 (3H. s). 2.44 (3H. s). 
3. 29 (2H. t. J = 7. 2 Hz). 6. 68 (IH. s). 

7.08 - 7.13 (2H. m). 7.36 (IH. m). 7.50 (IH. m) , 9.30 (IH. s). 
12. 50 (IH. br s) 
EI MS m/z (relative intensity): 446 (M*). 200 (100). 

9- (^>x< 5 ^^/-^w- 2 --r ;U^:t) -N- [2. 4-t*X (^^;U5^ 

IR(KBr) cm-' : 3146. 2925. 2854. 

1660. 1523. 1437. 
'H-NMR (d.-DMSO) 5: 

1.25 - 1.44 (8H, m). 1.53 - 1.61 (2H, m). 1.65 - 1.74 (2H. m) . 
2.24 (2H. t. J = 7. 3 Hz). 2.37 (3H. s). 2.38 (3H. s). 
2.43 (3H. s). 3.26 (2H. t. J = 7. I Hz). 6.86 (IH. s). 
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7.07 - 7.12 (2H. m). 7.32 - 7.37 (IH. n). 7.46 - 7.54 (IH. m) . 
9. 26 (IH. s). 

EI MS m/ z (relative intensity): 488 (M*). 150 (100). 



SlJg^iJ 2 6 iU^Oit'^m^^ S 1 \ <r>it^m 

2- {^>V^^^V-)V- 2 - ^ )V=^:ir) -N- [2. 4 - f ;^ (X5^;|/^ 

:r) - 6 - ^ ^ju- 3 - t: u r-t h T 5 KcogJiS ; 

:J- h U •:7 AX h =lr -> K (I. 2 7 g. 25 mmol) (75X^ y — (50 ml) mW.\Z. ^ 
J^TTXiJ' >^5j--JU (1.55 g. 25 mmol) * U 3 0 ^J-ffl L . 3!k}% T 05 

2. 4->?^PO-6 - :^^)V- 3 - X h P e U > (2. 1 g. 10 mmol) 
(DDM F (40 ml) <0<h7iSTLfe. 2 ^^JtS*^. SitS® 

jSJK^e^LT, 2. (X5^;|.^:t) - 6 - ^ ^^JU - 3 - X h □ 

e'Jv?> 2.45 g (iR^ 95 X) SrMfe^ft^S i: L Tf#fc. 

:i<7)Xhntf>Jv?> (775 mg. 3 mmol) ^B^^ (30 ml) tiSi^S? (I. 5 ml) (7) 
S^^iSJ I'Jgfl? ^?^TTffi«& (4 g. 60 mmol) ii> ST O J!iD ^ . 1 0^^^ 

Wi. mm^^^x^x , 3-T5y-2. 4-if7. (x^;!/^^?*-) -6-^5^;ue 

'Jv> 590 mg (iR^ 86 X) It ?ft ti <i: L T ft 7"c. C <7) 7 5 / e U v > (59 
0 mg. 2. 6 mmol) <7D T H F (10 ml) miS.\Z V U X^;i/7 5 > (304 mg. 3 mmol) 
*»PA, ;*:V^-eJlc?^TTyp^:g^Sfyn5K (606 mg. 3 mmol) * i^) o < 0 <h ?i« 

Tb. MffiT- 1 b;t. Sir>il^i^$rigj§Ljt?K^zi^Lfef^. ?^^^-> 

U;^y;i/;^7vAi:7Dx'h^^77^ - (->U;^'5r';i. eog. ilF*^j§<®;'\=\^-y->:7 
-t:h>=10:l — 5:1) Ti^SlLT 2-^P^:-N- [2, 4 - \i X (JL^Jl 

- 6 - ^ ^ ;u - 3 - tr 'J V ;H 7 -t h 7 5 h* 4 1 0 mg (iR ^ 45 x) 

fe if t>t ^ T- ft , c:cD75K (105 mg. 0.3 mmol) t 2 - y ^ > ^ ^ 

-y-^/— ;U (45 mg. 0. 3 mmol) W 7 ii h x h U (3 ml) mi&izm.Wttl U A (4 
6 mg. 0.33 mmol) SrJnA, "^UX' 2 mmm.W L tz . S^Sig^iKj *i^S?X5^;UTft& 
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B?X5^;1/ = 3:1) TitSaLTaMYk^tl 70 mg (JR^ 56 X) S:M€.*f«aitL 
St^ : 1 4 3 - 1 4 5 r 

IR(KBr) cm-' : 3429, 3224.. 1673. 

1509. 1454. 
'H-NMR (C D C 1 j) 6 : 

1.17 (3H. t. J = 7. 3 Hz). 1.20 (3H. I. J = 7. 5 Hz). 2.43 (3H. s), 
2.81 (2H. q. J = 7. 3 Hz). 3.04 (2H. q. J = 7. 5 Hz). 4.11 (2H. s). 
6.63 (IH, s), 7.25 - 7.33 (2H. m) . 7.48 (IH. m). 7.61 (IH. m) . 
8. 63 (IH. br s). 
EI MS m/z (relative intensity): 419 (M*). 268 (100). 
7cm^¥r : C .9Hi.N30iS at LT 

ff-^{it : C. 54.39; H. 5.04; N. 10.01. 

: C. 54.39; H. 5.05; N. 10.00. 

mmm2 7 (^4'w{b^«5#^ s i 5 co^t^^) 

6- (^>V^^'^V-)\^- 2 - -N- [2, 4-\i7. (X5^;!/^ 

2 6 tmmizKft- ' mmi^. e-^p^r-w- [2. 4-t*x (x5^;i/5^^) - 

6 - ^ 3 - tf 'J ->*;P] '\*-tl->T 5 K ;i(7DT5K (122 mg. 0.3 

mmol) t 2 - ^ )]/ tJ y h ^ > V — )U (45 mg. 0. 3 mmol) <7D D M F (2 m 

\) mW.\Z^mti ^} 'y (45 mg. 0. 33 mmol) , 1 8 - ^ -^7 > - 6 (8 mg. 0. 03 
mmol) ^JnA. 8 0"CT- 1.5 mmm.l^Ltz. KJ^^M^m ^ik^H^m.. mmJL^)lX' 

> =5:2) Tltii L @ fitjft^tl 65 mg (Um 46 35) * if t LTftfc. 
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10 0 



- 1 0 3 x: 



I R 



(K B r ) 



c m 



- 1 



3 2 3 3. 



2 9 2 8. 



1 6 6 8. 



1 5 0 4. 



1 4 5 5. 



'H-NMR (ds-DMSO) 6: 

1.26 (3H. t. J = 7. 3 Hz). 1.27 (3H. t. J = 7. 3 Hz). 1.58 (2H. m) . 

1.70 (2H. m). 1.85 (2H. m). 2.32 (2H. m). 2.43 (3H. s). 

2.94 (2H. q. J = 7. 3 Hz). 3.07 (2H. q. J = 7. 3 Hz). 

3.35 (2H. t. J = 7. 3 Hz). 6.89 (IH. s). 7.26 - 7.34 (2H. m) . 

7. 54 - 7. 62 (2H. m). 8. 77 (IH. br s). 
EI MS m/z (relative intensity): 475 (M*. 100). 
Ttm^^ : C23H29N302S3<i:bT 

H-^fii : C. 58.08; H. 6.14; N. 8.83; S. 20.22. 

: C. 58.07: H. 6.13: N. 8.66: S. 20.27. 

9- (^>y:d-^-tJ-V'' — Jl'- 2 --f ;U5^^) -N- [2. 4 - fc: 7. (X^JUf^ 

:t) - 6 - ptf^ju- 3 - t: u >';u] y -ryr ^ \i<Dmm. : 

M}^ : 8 4 - 8 7 t: 

IR(KBr) cm-' : 3252. 2923. 1665. 



H-NMR (d6-DMSO) 6 : 

1.26 (3H. t. J = 7. 3 Hz). 1.27 (3H. t. J = 7. 3 Hz). 

1.28 - 1. 52 (8H. m). 1.63 (2H. m) , 1.82 (2H. quint. J = 7. 2 Hz), 

2.26 (2H. m), 2.43 (3H. s).2. 94 (2H. q. I = 7. 3 Hz). 

3.07 (2H. q. J = 7. 3 Hz). 3.34 (2H. t. J = 7. 2 Hz). 

6. 88 (IH. s). 7. 26 - 7. 34 (2H. m) . 

7. 54 - 7. 62 (2H. m). 8. 72 (IH. br s). 



15 0 1. 



1 4 5 5. 
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EI MS m/z (relative intensity): 517 (M^). 367 (100). 
Ttm^Vi : C 26H3sN aOa S 3<i: LT 

sfWU : C. 60. 31 : H. 6. 81 ; N. 8. 12. 

mmm •. c. 60.52: h. 6.85: n. 7.85. 



2- (/v:>y^Ty-;p- 2 --f ;u5^5r) -n- [2, (xf^;i/5^ 

^) - 6 - ^^JW- 3 - e 'J v^U] 7i3hT5H«Sjt: 
iSS,^ : 1 1 9 - 1 2 0 -C 

IR(KBr) cm-' :3453. 3254. 1672. 

1510, 1428. 
'H-NMR (CDClj) 6 : 

1.20 (3H. I. J = 7. 4 Hz). 1.22 (3H. t, J = 7. 4 Hz). 2.42 (3H. s). 
2.82 (2H. q. J = 7. 4 Hz), 3.06 (2H. q. J = 7. 4 Hz). 4.18 (2H. s). 
6.63 (IH. s). 7.33 (IH. m). 7.42 (IH. m). 7.77 (IH. m) . 
7. 91 (IH, m). 8. 95 (IH. br s). 
EI MS m/z (relative intensity): 435 (M*). 148 (100). 
Ttm^^ : C ..HjiNsO S «<h UT 

iiWm : C. 52.39: H, 4.86: N. 9.65. 

: C. 52.40: H. 4.86: N, 9.53. 

^Jg^^l 3 0 iB.'POit'^^^^ S 2 5 (Dit-^^) 

6- 2 --r ;i.^:t) -N- [2, 4 - h* 7. (X.^)[^^ 

:t) - 6- >^^;i/-3-tf'Ji>*;H >T S. \i (D^m : 

2 - ;^ )l t} y h ^ > V ^ - Jl' <n Rto 0 \Z 2 - tl y h ^ > V ^ 7 V - 

- 131 - 



wo 99/25712 PCT/JP98A)5149 

ft. 

: 8 1 - 8 3t: 
IR(KBr) cm"' : 3150, 2927, 1647, 

1524. 1428. 
'H-NMR (d.-DMSO) <5: 

1.25 (3H. t. J = 7. 3 Hz). 1.26 (3H. t. J =..7.3 Hz). 1.57 (2H. m). 
1.69 (2H. m), 1.84 (2H. m). 2.29 (2H. m). 2.42 (3H, s). 
2.93 (2H. q. J = 7. 3 Hz), 3.05 (2H. q. J = 7. 3 Hz). 
3.36 (2H. t. J = 7. 3 Hz). 6.87 (IH. s). 7.33 (IH. m). 
7.43 (IH. m). 7.82 (IH. n). 7.92 (IH. m). 8.77 (IH. br s). 
EI MS m/z (relative intensity): 491 (M*). 168 (100). 
Ttm^m : C23H29N,OSHt LT 

WrWm : C. 56.18: H. 5.94; N. 8.55; S. 26.08. 

mmm c. 56. i9: h. 5.91: n. 8.43: s. 26. oe. 

^tl&msi (^f <Z){l:^«!l#^ 8 2 8 ©<b^i^) 

9- (^>^/5^Ty-;U- 2 Jl/^^f) -N- [2, 4-i^7. iX.^)V^ 
:t) - 6 - ^ ^JU- 3 - tf U v'Jl'] y i->T ^ \i<DSkj& : 

2-;)^;^;^yh'^>y3^^t^'/-;^(Df^t)0^c2-^;^;^yh^>>/^Ty- 

fz, 

Mi^ : 8 8 - 9 2 TC 

IR(KBr) cm-' : 3433, 3241, 2928. 

1 6 6 8, 1 5 1 0. 
'H-NMR (d*-DMSO) <5: 

1.25 (3H. t. J = 7. 3 Hz). 1.26 (3H. t. J = 7. 3 Hz), 

L 28 - 1.54 (8H. m) , 1.62 (2H, m) , 1.80 (2H. quint. J = 7. 2 Hz). 

2.24 (2H. m). 2. 42 (3H. s). 2.93 (2H. q. J = 7. 3 Hz). 

3.05 (2H. q. J = 7. 3 Hz). 3.35 (2H. t. J = 7. 2 Hz), 
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6.87 (IH. s). 7.33 (IH. b) . 7.43 (IH. m). 7.81 (IH. m). 
7. 92 (IH. m). 8. 72 (IH. br s). 



2- {y^yX^ 2 )V^^) -N- [2. A-\i7. (X^Jl'5^ 

;*-) - 6 - 3 - fcf 'J >?;H T-thT5K 

: 1 8 2 - 1 8 3 t: 
IR(KBr) cm-' : 3 1 4 8, 2 9 2 8, 1 6 7 4, 

1524. 1412. 
'H-NMR (d.-DMSO) 6: 

1.21 (3H. t. J = 7. 3 Hz). 1.22 (3H. t. J = 7. 3 Hz). 2.41 (3H. s) . 
2.90 (2H. q. J = 7. 3 Hz). 3.03 (2H, q. J = 7. 3 Hz). 
4.15 (2H. br s). 6.87 (IH, s). 7.08 - 7.12 (2H. m). 
7. 39 - 7. 44 (2H. m). 
EI MS m/z (relative intensity): 418 (M*). 357 (100). 
7tm6^^ : C .9H22N 4O S at LT 

It^fii : C 54. 52; H. 5.30; N. 13.38. 
Hillfii : C. 54.44; H. 5.30; N. 13.16. 

%mmz3 {^^(Dit-^m^^ 8 3 b (DWL'^i^) 

6 - {^yX^^^V-)V-2--()V^^) -N- [2. 4-t:7. {JL^)V^ 
ii-) - 6 - ^ 3 - t: 'J ^ + > 7 S K WSiit : 

2-^JU;^yh^>y:t=t^1tV-;i/C^f^t)0{C2 - :^ )V ti X \- ^> 

BS* : 1 3 9 - 1 4 2 t: 
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I R 



(K B r ) 



cm' 



3 4 3 3. 



3 14 3, 



2 9 2 8, 



1 6 6 0. 



15 10. 



'H-NMR (d.-DMSO) 6 : 

1.25 (3H. t. J = 7. 3 Hz). 1.26 (3H. t. J = 7. 3 Hz). 1.54 (2H. m). 

1.68 (2H. m). 1.77 (2H. o). 2.28 (2H. m), 2.42 (3H. s). 

2.92 (2H. q. J = 7. 3 Hz). 3.05 (2H. q. J = 7. 3 Hz). 

3.27 (2H. t. J = 7. 2 Hz). 6.87 (IH. s). 7.05 - 7.11 (2H. m). 

7.27 - 7.52 (2H. m) . 8.75 (IH. br s). 12.05 (IH. br s). 

9- (^>X-( 2 )l^9--t) -N- [2. 4-lf;^ (JL^JU^ 

^) - 6 - 3 - hf "J e^jp] y ± >7 s. \^ (Dm^mL : 

2 - )\/ ti V ^ > V^=^^-y- V- JKOf^^D ^\Z2 - V^yX-i ^^'J 

Mj^ : 7 6 - 7 8 t: 

IR(KBr) cm-' : 3104. 2928, 2854. 



'H-NMR (d.-DMSO) 6: 

1.25 (3H. t. J = 7. 3 Hz). 1.26 (3H. t. J = 7. 3 Hz). 

1.28 - 1.49 (8H. m). 1.61 (2H. m). 1.73 (2H. quint. J = 7. 2 Hz). 

2.24 (2H. b). 2.42 (3H. s). 2.92 (2H. q. J = 7. 3 Hz). 

3.05 (2H. q. J = 7. 3 Hz). 3.26 (2H, t. J = 7. 2 Hz). 6.87 (IH. s). 

7.05 - 7.10 (2H. m). 7.24 - 7.54 (2H. m) . . 8.71 (IH. br s) , 

1 2. 05 (IH. br s). 

2 - )l - 2 - -N- [2. 4-h*7. (-Ty^D 

t:;u^5i-) - 6 - p< 3 - t: u r-t h 7 5 k (T^siit : 
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:^ h U A-r V it?=^ -> H (2. 05 g. 25 oiDoI) (T^l-^Tunj— )V (50 m 
JK/^TTa-roA^^:*--;!^ (1.90g. 25miD0l) S:iiSTL3 0^ra 
lt??Lfc. JK/^T<7)$S2. 4 - i^^ o D - 6 - ^^JP- 3 h □ e U 
(2. 07 g. 10 miBol) (DDMF (40 ml) ?§?0t 5: «0 o < 0 <h JST b . 2S#Witi^^» 

h U ':7A-C«iiS^, ^ttE*®5fel-T. 2. 4 - tf X X-f V ^ □ >il'5^ ^) " 
6 _ 3 - - H D tr U -:^> 2. 77 g (iR^ 97 X) €r It fe#f t«; ^ <i: L T # . 

d <D— h □ e 'J 5^ > (1.08 g. 3.77 mmol) ^B^S! (35 ml) tiS^^ (1.6 m 
1) (Dm.'^mmz.mmXy . JkJ^T-CiEift (2.96 g. 45.25 mmol) Srij^Sr^iP 

- (JSM»J« : ^=*^lJ-> : i^SEX5^;U = 30 : l 10 : 1) T«fiLT 3 - T 5 / 

- 2 . 4 - tf;^ (< y y □ tf;u5^:^-) - 6 v> 774 mg (iR^ so ■ 

X) UT#/^. dWT 5 y tf U v> (774 mg. 3.02 mmol) T H F 

(10 ml) jgJfitC h U X-?^;i/7 5 > (336 mg. 3. 32 mmol) i&^W^, :;^ViTJK/^TT 
:/a^:i^K:/o 5 H (732 mg. 3.62 mmol) «: Hi) o < 0 <h AST U . 17B#K}ai#L 

fe. sitxii^<i*i€r«jai^s?««:»«si->'-^' gis S: -> u * y 7 A n H ^ 

^- (MIB^SK;^^1*->:B^«?X^;i/ = 10: 1) T««!lLT2-:/o^- 

N- [2. 4-t:7. (-r y y o hr ji.5^^) - 6 - 3 - tr u y-fe h 

75 H 595 mg (iR^ 52 X) ?r « S Tft fc. C (7) T 5 K (132 mg. 0.35 m 
mol) h2 - (53 mg. 0.35 mmol) W T "t h - h U 

;U (5 ml) J^?K{3MS?7K^:^ h U "i^A (29 mg, 0. 35 mmol) =&JnA, 2 8 

□ vny^^^' - (jifj§j§(«; '\=^r-t}->:'^>-if> = 6:i) -emsiL.T@s<]<t:^ 

69 mg m% 44 %) LTff fc. 

IM,^ : 9 9 - 1 0 1 X: 

IR(KBr) cm-' : 3437. 3241. 2967.1659. 
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1560. 1502, 1454. 
'H-NMR (CD C 1 3) <5 : 

1. 19 (12H. d. J=6. 8 Hz). 2. 42 (3H. s). 

3. 39 (IH. sept. J = 6. 8 Hz). 

4.10 (2H. s). 6.68 (IH. s). 7. 26 - 7. 32 (2H. m). 7.48 (IH. m) 
7. 61 (IH. m). 8. 53 (IH. br s). 
EIMSm/z (relative intensity) : 447 (M*. 100). 

6- (^^V^t^^D-V-JU- 2 -N- [2. 4-\f.7s (-fV^D 

tr;u^5}-) - 6 - >i 3 - e u v?;n ^^^>7 ^ y <jr>m.m. : 

3 5 <i:isi«|{cs*5 • ffls Q-yu=E-tA- [2. 4 - t*x (-fyyDtr;u5" 

:*-) - 6 - - 3 - e U 'N^^tJ-^y 5 H c:<7)T 5 H (100 mg. 

0. 23mmol) iz 2 - :^ )Vti ^ h ^ > V — )\/ (35 mg. 0. 23iDmol) <D D M 
F (4 ml) mW.\zm.Wtti U A (38 mg. 0. 28 mmol), 1 8 - :J7 ^ 1^7 > - 6 (6 mg. 

0.02mfflol) ^1X^X. 8 0X:-C2. b ^fSim.W , JKJSSig ^#1 «:ac?&^ , i^S? 

@^®fX5^;U = 3: 1) -cmSL g6<l{t:^i}^ 92 mg (iR^ 79 %) ^U^n^^iiV 
MM. : 98-100*C 

IR(KBr) cm"' : 3135. 2961. 1648, 

1498. 1454, 1133. 
'H-NMR (ds-DMSO) 6: 

1.32 (6H. d, J = 6. 8 Hz), 1.35 (6H. d, J = 6. 8 Hz). 

1.55 - 1.64 (2H. m). 1.65 - 1.75 (2H. m) . 1.82 - 1.92 (2H. m) . 

2.23 - 2.36 (2H. m) . 2.46 (3H. s). 3.38 (2H. t, I = 7. 1 Hz). 
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3.59 (IH. sept. J = 6. 8 Hz). 3.93 (IH. sept. J = 6. 8 Hz). 

6.96 (IH. s). 7. 29 - 7.37 (2H. m). 7.57 - 7.64 (2H. m). 

8. 95 (IH. br s). 



mWim 3 7 (*4'0<k^<^#^ 1 2 3 7 (Dit-^^) 

6_ (^^:^^^/Q [4, 5-b] tf U 2 -<;k^^) -N- [2. 4- 

6-yp^:-N- [2, 4-f7. (^^^JU^^^t) - 6 - ;< 5" - 3 - t! U v 
'^^ii- >7 5 H (100 mg, 0. 27 mmol) t 2 - )V tJ y h :t u [4 . 5 

- b ] tf U > (40 mg. 0. 27 mmol) <7) D M F (4 ml) MMiZ 1 8 - C7 ^ O > - 
6 (7 mg. 0. 03 mmol) tm.i^tJ V A (40 mg. 0. 29 mmol) 8 0 t: "C 4 

n-Bim.TKri&'^ikm^. mwf^^f^i^'yi^-c^m^. mm^w^Lxn:ftis.±f^ 
m^^^nm^ \-if^y^- (mmmisd > : r-t h > = 2 1 ) x- 

mmLXSmit-^^ 85 mg (iR^ 72 X) «ii L Tt# fc. 

: 1 3 2 - 1 3 3 t: 
IR(KBr) cm-' : 3435,3243,2923.1655. 

1 4 9 3.1 4 0 4. ' 
'H-NMR (ds-DMSO) 6 : 

1.53-1.63 (2H. m). 1.65-1.76 (2H. m). 1.83-1.93 (2H. m). 
2.27-2.35 (2H, m). 2.40 (3H. s).2. 42 (3H. s).2. 45 (3H. s). 
3. 40 (2H, t. J=7. 3Hz). 6. 86 (IH. S). 

7.30 (IH, dd. J = 8. 1. 4. 9Hz). 7.97 (IH, dd. J = 8. I. 1. 3HZ). 

8.42 (IH. dd. 1=4. 9. 1. 3HZ). 8.83 (IH. br s). 
EIMSm/z (relative intensity) : 447 (M*-1). 400 (1 00). 
7im^^ : C 2oH 24N 4O 2 S 3 <h LT 

m%m:C. 53.55; H, 5.39: N, 12.59; S. 21.44. 

nmm-.c, 53.72: h. 5.39: n. 12.41; s, 21.51. 
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mmm 3 s (^^(oit-^^mn 1238 (oit-^m) 

6- (7 - ^ h^iytl )U7i^=.)l.^>-/yir^1)-V-)U- 2 JU^:t) -N- 

[2, - 6- ^5^;^-3-e'J>?>'^] '\^-tJ->T 5 K (T) 

Silt : 

2 - 3^ h^t^-tJ-yP [4. 5-b] tf 'J >?><75^^fc 0 tC 7 - ^ h^£^;<7 

JUTt?-;!.- 2 h'^>V/:t4^1fV-;U*fflViT.^l6^J 3 7 tm^izRfC^ 

gS5.^ : 1 4 1 - 1 4 2*0 

IR(KBr) cm-' : 3425.3236.2923.1726. 

1667. 1509. 
'H-NMR (ds-DMSO) <5 : 

1.54-1.63 (2H. m). 1. 67-1.76 (2H. n). 1.84-1.93 <2H. m). 
2.28-2.35 (2H. m). 2.40 (3H. s). 2.42 (3H. s). 2.45 (3H. s). 
3.39 (2H. t, J = 7. IHz). 3.95 (3H. s). 6.86 (IH. s). 
7.44 (IH. t. J = 7. 8Hz). 7.81 (IH. dd. J = 7. 8. 1. 2Hz) . 
7.85 (IH. dd. 1 = 7. 8. 1. 2Hz). 8.82 (lH.br s). 
EIMSm/z (relative intensity) : 504 (M*-1). 167(100). 
7t^^^ : C 23H 2tN ,0 4 S 3 1 LT 

tf^fit : C. 54.63: H. 5.38: N. 8.31: S. 19.02. 
^mm-.C, 54.70: H. 5.37: N. 8.27: S.19.15. 

^li6«»J 3 9 (^*<7){b^<^#^ 1 2 4 0 (D{k^#>) 

9 - (7 - h^i^tl }\^7rs-}l^>V^=¥-^V — )l - 2 - ^ Jl^^^) -N- 

C 2 . 4 - fx (pt^;u5^^) - 6 - 3 - tf u y ■r>7 ^ K<^M 

it : 

9-:/P^-N- [2, 4-\i7. ( ;< ^Jl^5^:4-) - 6-p^^JU-3-t!U>^ 
;U] y i- >7 ^ \^ (90 mg. 0. 22 mmol) t7-^\-=^'>tl)mi~)l-2-^Jlti 
Zf V ^y^^^-^V — )\^ (45 mg. 0. 2 2 mmol) <D D M F (4ml) ^MlC 1 8 - 
=fO>-S (6 mg. 0.02 mmol) i:^SE:^U'^A (36 mg. 0.26 mmol) €:Jn;^, 8 
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;tm^fi)c<^Sr@^S?X5^;U-'v:^^-9->J; 0?l«Sa Ix, mmit^m 84 mg (HZ* 72 
ia.^, : 1 2 6 - 1 2 8 X: 

IR(KBr) cm-' : 3231,2924.1 720, 

1657. 1508, 1297. 
'H-NMR (de-DMSO) 5 : 

1.27-1.47 (8H. m). 1.54-1. 62 (2H. m). 1.74-1.85 (2H. m). 
2.24 <2H. t. J=7. 3Hz). 2.37 (3H. s). 2. 38 (3H. s).2. 43 (3H. s). 
3.31-3.41 (2H. m). 3.91 (3H. s). 6. 86(1H. s). 
7.45 (IH. t. J = 7. 8Hz). 7.81 (IH. dd. J = 7. 8. 1. OHz) . 
7.91 (IH. dd. J=7. 8. I. OHz). 9.26 (IH. s). 
EIMSm/z (relative intensity) : 546 (M*-1). 500(100). 
TiM^m : C 2.H 33N3O4 S 3i: LT 

ifWm:C. 57.01; H. 6.07; N. 7.67; S. 17.56. 
mmm-.C. 57. lO; H. 5. 95; N. 7.67: S.17. 60. 

^m.m 4 0 (^^coit-^m^n 1 5 1 (Dit-^m) 

2- (^>y:t^-y-y->'i^- 2 ;u^=d-) -N- ( 4 - ^ 5^;p- 2 - p< 

3- T5/-2, 4-\£7s (^^;i/^J*-) - 6 - ^ e U >a)f^*5 0 {' 3 
ftt.^C : I 4 6 - 1 4 8 r 

IR(KBr)cm-': 3437. 3245, 1671. 1659. 

1 5 0 7. 1 4 5 4. 
'H-NMR (CDCI3) 6 : 

2. 17 (3H. s). 2. 42 (3H. s). 4. 1 1 (2H. s). 
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6. 87 (IH. d. J = 4. 9 Hz). 

7.28 - 7.34 (2H. m). 7.50 (IH. m). 7.61 (IH. m), 

8.23 (IH. d. J = 4. 9 Hz). 8.88 (IH. br s). 

E I MS m/z (relative intensity) : 345 (M*. 100). 

Ttm^^ : C i.H isNsOiS LT 

ifWm : C. 55.63 : H. 4.38; N. 12.16: S. 18.56... 

mmm •. C. 55.66: H. 4.46; N, 12.02: S. 18.55. 



mmm 4 1 i^^(Dit'^^^^ 1 5 5 (Dit-tm 

6- (.^>V:t^-^'/'-)]^- 2 )l^:t) -N- ( 4 - ^ ^ ;i/ - 2 - ^ JU 

- 3 - tr u -:?;p) > T 5 H <7)iiit : 

3-TSy-2, 4- fx (^^)U^5i-) - 6 - ij >(DRt> K) \Z 3 

-y5y-4-^5^;p-2-^^;i'5^:tfc!u i^>^m\^^T^mM 1 8 <i:l^«tCS 

: 122-124*C 
IR(KBr)cm-': 3437. 3 2 45, 1660, 1521. 

1507, 1133. 
'H-NMR (de-DMSO) <5 : 

1.49 - 1.56 (2H. m). 1.68 (2H. quint. J = 7. 4 Hz). 
1.84 (2H. quint. J = 7. 4 Hz), 2.09 (3H. s). 

2.33 (2H, t. J = 7. 4 Hz). 2.40 (3H. s). 3.36 (2H. t. J = 7. 4 Hz). 

7.02 (IH. d. J = 4. 9 Hz). 7.29 - 7.36 (2H. m) . 7.61 - 7.66 (2H, m) . 

8.24 (IH. d. J = 4. 9 Hz). 9.40 (IH. br s). 
E I MS m/z (relative intensity): 401 (M*. 100). 
TcM^^ : C 20H23N 3O 2 S 2<Ji LT 

ft^fil : C. 59.82: H. 5.77; N, 10.46: S. 15.97. 

nmm c. 59.93: h. 5.89: n. 10.34: s. 15.99. 



mmm 4 2 imi^it-^^^n 3 6 5 c7)<k^#)) 
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6- (y^y^/7t^-^'/-Ji'- 2 --f JU"^^) -N- (6 h4^->- 2 -^5^ 
;U5^;r - 3 - tf' J >?;U) >T 5 K<7D5Sljt : 

:h h U A5^:t;< h^-> H (805 mg. \Q. 9 mmol) (D ^ / — JUmiS. (20 ml) 
tC.3k?pT'C2-^no-6-^h^->-3-nholfU>^> (2. Og. 10. 4 mm 

oi) <D:^^ y -)imm (loo mi) *?iSiTb, ^stc^iaLxni^raiti*^. mm 

LfciieSS«li UT, 6 - ^ K + v- - 2 - >^;P5^^-.3 - - h □ tr U >'>1. 26 
g (iR^ 59 %) trn^BM^iiVX^ft, 
;i ©:i h □ tr 'J V > (400 mg. 2.0 mmol) ^PS? (20 ml) tWk^Wt (0.5 ml) 
(75ig^^JJ£tr!B« L. ijcJ^TTffiiB (1.57 g. 24.0 nmol) S:'>fi-r^ JP Afc. tK 

'>U*y>'U;^^i:.^PV h^y^:?^- (JSgg^JK : '\^-9-> : i^a6X5^;P = 6 :. 
1 — 4:1) TlSSiLT, 3 -T5 y - 6 K^->- 2 -pt^;i^5^:ttrU 26 

4 mg (iR^ 78 %) ^m.^^f^^^tLxnrz. 

3-TS/-2. 4-\£7. - 6 -^^^l/tr U ->*><^f^*5 0 {- 3 

_75y_6->ch4^->-2 - >c^;Uf^:i- 1: U ^iTSI^60^J 1 8 i:mm\Z 

Si,^. : 1 0 2 - 1 0 4 t: 

IR(KBr)cm-': 3430. 3224. 2940. 1652. 

15 9 1. 
'H-NMR (CDCI3) 5: 

1.61 (2H, quint. J = 7. 4 Hz). 1.82 (2H. quint. J = 7. 4 H2). 

1.92 (2H. quint. J = 7. 4 Hz). 2.42 (2H. t. J = 7. 4 Hz). 

2.59 (3H. s). 3.34 (2H. t. J = 7. 4 Hz). 3.94 (3H. s). 

6. 47 (IH. d. J = 8. 5 Hz). 6. 91 (IH. br s). 

7.23 (IH, td. J = 7. 7 . 1.5 Hz). 7.27 (IH, td. ] = 7. 7 , 1.5 Hz). 
7.43 (IH. dd, J = 7. 7 . 1.5 Hz). 7.58 (IH. dd. J = 7. 7 . 1.5 Hz). 

7. 93 (IH. d. J = 8. 5 Hz). 
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EI MS m/z (relative intensity): 417 (M*). 171 (100). 



2- (^yJ^^-^tV — J]^- 2 -N- ( 6 - 2 - 5^;i/ 

3 -7 5. y - 2 . (7C^;U^;*-) - 6 - ^JUrf U ><Z)ftfe 0 fC 3 

-T5y-6-pt^;i/-2 -^^;p^:^eu iyy^m^^xmmm i e ^R^tcs 

: 180-181*0 
IR(KBr)cm-': 3437. 3254, 1661, 1534, 

1509. 1135. 
'H-NMR (CDCl,) (5: 

2.46 (3H. s). 2.50 (3H. s). 4.10 (2H. s). 6.87 (2H. d. J = 8. 1 Hz). 
7.26 - 7.34 (2H. m). 7.48 (IH. m). 7.62 (IH. n). 
8.12 (2H. d. J = 8. 1 Hz). 9.27 (IH. br s). 
EI MS m/z (relative intensity): 345 (M*). 298 (100). 
7cS5^i-W : C ,»H isN sOi S it LT 

: C. 55.63: H. 4.38: N. 12.16: S. 18.56. 
HaiJfil : C. 55.62; H. 4.40: N. 12,10: S. 18.50. 

^mm 4 4 (^^(Dit-^i^^n 4 e i (Dit-^m 

2- (^>y^7»/-;U- 2 -<;U^^) -N- (6 - - 2 - 

2 - tJ y b ^ > V :t V - )V <D Rt> 0 iZ 2 - tJ y b ^ > V T V - 

ft, 

MM. : 1 7 5 - 1 7 6 r 

IR(KBr)cm-': 3437. 3248. 1656. 1532. 

1 4 3 0. 
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'H-NMR (CDCI3) 6 : 

2.45 (3H. s). 2.47 (3H. s). 4.18 (2H. s). 6.87 (IH. d. J = 8. 1 Hz). 

7.34 (IH. m). 7.44 (IH. m). 7.77 (IH. m). 8.01 (IH. b). 

8. 07 (IH. d. J = 8. 1 Hz). 9. 31 (IH. br s). 
EI MS m/z (relative intensity): 361 (M*). 210 (100). 



C i.HisNsO S at LX 

C. 53. 16: H. 4. 18: N. 11. 62: S. 26. 61. 

C. 53. 23: H. 4. 25: N. 11. 55: S. 26. 67. 



4 5 (**0^k 4 7 1 (Dit't 

2- (^>x-r 5 2 --f ;p^^) -N- (6 2 -^^ju 

nit. 



1 6 6 7. 1 5 5 0, 



: 192-193t:(d.) 
IR (KBr) cm-': 3420. 3249. 

1 4 3 8.7 4 4. 
'H-NMR(CDCl3)6: 

2.45 (3H. s). 2.50 (3H. s). 4.08 (2H. s). 6.84 (IH. d. J = 8. I Hz) 
7.19 - 7.25 (2H. m) . 7.35 (IH. m). 7.73 (IH. m). 
8.00 (IH. d. J = 8. 1 Hz). 9.95 (IH. br s). 10.00 (IH. br s). 
EI MS m/z (relative intensity): 344 (M*). 118 (100). 
7tm^^ : C ,6H . sN 4O S 2 <ii LT 

m%m. : C. 55.79 : H. 4.68: N. 16.27; S. 18.62. 
iil*S : C, 55.80: H. 4.68: N. 16.16: S. 18.65. 



mmm 4 e imi^poit-^^^^ 7 s 4 coft^ti) 

5- i^>^/:t^V/-Ji'- 2 - ^ -N- 
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4 -:/a^zf^ >Wt^ a V K«>f^t) 0 »c 5 - :^ □ ^r'^ >^ >S! 5^ pi; h 

: 1 4 7 - 1 5 0 r 
IR(KBr)cm-': 3230, 1664. 1501. 1455. 

113 6. 

'H-NMR (d.-DMSO) S: 

1.72 - 1. 96 (4H. m). 2.36 (3H. s). 2.26 - 2.42 (2H. m). 

2.39 (3H. s). 2.43 (3H. s). 3.36 (2H. t. J = 7. 2 Hz). 6.83 (IH. s). 
7.23 - 7.33 (2H. m) . 7.52 - 7.59 (2H. m). 8.74 (IH. br s). 

EI MS m/z (relative intensity): 433 (M*). 201 (100). 

^mm 4 7 (m^(Dit'^^^^ 7 8 6 o^it-^^) 

7- (^>V^=¥D-V'-)V- 2 -N- [2. 4 - \£ X 

xmmm i 7 1 i^^tcsis • mmit-^^^m^mi^miiLxnft. 

: 137-139'C 
IR(KBr)cm-': 3437, 3242. 2922. 2857, 

1660. 1500. 1455. 1132. 
'H-NMR (de-DMSO) 5: 

1.41 - 1.54 (4H. m). 1.60 - 1.70 (2H. m). 

1.81 (2H. quint, J = 7. 1 Hz). 2.26 - 2.32 (2H, m) . 2.38 (3H. s). 

2.40 (3H. s), 2.43 (3H. s). 3.33 (2H. t, J = 7. 1 Hz). 
6.81 (IH. s). 7.27 (IH. td. J = 7. 6 . 1.7 Hz). 

7.30 (IH. td. J = 7. 6 . 1.7 Hz). 7.54 - 7.60 (2H. m). 
8. 79 (IH. br s). 
EI MS m/z (relative intensity): 461 (M*), 200 (100). 
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8- {^>V^^^V-)V- 2 ->( )V=J':t) -N- [2. 4-t*X 

iSt,^ : 1 1 9 - 1 2 2 t; 

IR(KBr)cm-*: 3435. 3248, 2923. 2856. 

1660. 1501, 1454. 1131. 
•H-NMR (d6-DMSO) 6: 

1.33 - 1.52 (6H. b). 1.58 - 1.69 (2H. n). 

1.81 (2H. quint. J = 7. 1 Hz). 2.26 - 2. 32 (2H. m). 2.38 (3H. s). 
2.41 (3H. s). 2.44 (3H. s). 3.33 (2H. t. J = 7. 1 Hz). 
6.84 (IH. s). 7.27 (IH. td. J = 7. 6 . 1.7 Hz). 
7.30 (IH. td. J = 7. 6 . 1.7 Hz). 7.54 - 7.60 (2H. n). 
8. 77 (IH. br s). 
EI MS m/z (relative intensity): 475 (M*). 200 (100). 

m^mm 4 9 im:^(Dit't^^^ 7 9 1 (Dit^^^ 

2- (y<.iy-/^7V-)U- 2 -N- [2. 4-t:7. (^^JP^^ 

^) - 6 - - 3 - tr u T-fe h 7 s h* : 

^SEtKsS:^ h U A (17 mg. 0. 2 mmol) t 2 - JV tJ -f h ^ > ^ 7 V — 
(34 mg. 0. 2 mmol) W 7 -fe h - h U JUS® (1 ml) tC 2 - ^ P ^: - N - [ 2 . 4 
- If 7. (pt5^;U^^) - 3 - tf U v';!^] T-fe h 7 5 h* (64 mg. 0. 2 mmol) <75 7 
h^HU;W?S7S (6 ml) ^^Sn^, ^^a-e48B#^im# Lfc, SC-ti^^K^MEEigJsS 

m.nm ^ a-^ h ^ y ^ - (Bimmm : C7 amr^)VA = 200 : d t* 

filSLT. SM^l::^^46 mg («R^ 33 X) ^M^^^^ t LXmfCo 
H&M 1 7 8 - 1 7 9 r 
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IR(KBr)cm-*: 3437. 3246. 1665. 1564, 

1497. 1430. 
•H-NMR (CDCI3) 6 : 

2.33 (3H. s). 2.44 (3H. s). 2.46 (3H. s). 4.17 (2H. s). 

6.61 (IH. s). 7.33 (IH. m). 7.43 (IH. m). 7.78 (IH. m). 

7. 90 (IH. m). 9. 11 (IH. br s). 

EI MS m/z (relative intensity): 407 (M*). 209 (100). 
Tim^^m : C .tH .rN,0 S LT 

itWm : C. 50.10: H. 4.20: N. 10.31; S. 31.46. 

mmm c. so. is: h. 4.29; n. 10.23: s. 31.49. 

mmm s 0 m'p(Dit^^m^ 794 (Dit^m) 

5- i^>V'^T 2 - ^ JV^zt) -N- [2. 4-f7. 

n&J^ : 121-123^: 

IR(KBr)cm-*: 3437. 3240. 2923. 1664. 

1515. 1456. 1428. 995. 
'H-NMR (de-DMSO) 6 : 

1.78 - 1.87 (2H. m). 1.88 - 1.96 (2H. m) , 2.30 - 2. 40 (2H. m). 

2.38 (3H. s). 2.41 (3H. s). 2.45 (3H. s), 3.41 (2H. t. J = 7. 1 Hz) 

6.85 (IH. s). 7.34 (IH. t. J = 7. 6 Hz). 7.45 (IH. t. J = 7. 6 Hz). 

7.84 (IH. d. J = 7. 6 Hz). 7.94 (IH. d. J = 7. 6 Hz). 

8. 87 (IH. br s). 

EI MS m/z (relative intensity): 449 (M*). 201 (100). 

nmm 5 1 {^^(Dit'^^^n 795 (Dit-^m 

1- i^>^/^TV--)V- 2 -N- [2. 4-f7. 
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^) - 6 - 3 - e 'J 'N^^' >7 a H©Siig : 

iSlji^ : 1 2 9 - 1 3 Ot: 

IR(KBr)cm-': 3436. 3245. 2 922. 1661, 

1506, 1428. 
'H-NMR (d6-DMSO) 5: 

1. 44 - 1.54 (4H. m), 1.62 - 1.71 (2H. b) . 

1.83 (2H. quint. J = 7. 2 Hz). 2.13 - 2.33 (2H. m). 2.39 (3H. s). 
2.42 (3H. s), 2.45 (3H. s). 3.37 (2H. t. J = 7. 2 Hz). 6.86 (IH. s). 
7.34 (IH. td. J = 7. 8 . 1.2 Hz). 7.45 (IH. Id. J = 7. 8 . 1.2 Hz). 

7.84 (IH. dd. J = 7. 8 . 1.2 Hz). 7.94 (IH. dd. J = 7. 8 . 1.2 Hz). 
8. 81 (IH. br s). 

EI MS m/z (relative intensity): 477 (M*). 200 (100). 
7tm^^ : C 22H27N30 S 4<i: UT 
th^fiS : C. 55. 31 ; H. 5. 70: N. 8. 80. 

C. 55. 41 ; H. 5. 71 : N. S. 64. 

mmm 5 2 (m^(Dit■^^^^ 797 <Dit^^) 

8- (^>V^7V-}1'- 2 Jl^^yi-) -N- [2, A-MTs (^^;u^ 
yt) - 6 - ^f^JU- 3 - t: U v)l/3 rJ' >7 = KOSlit : 
2-p^ji/;^37'h^>^/:t^-9-y-;K73f^*D0;c2-p<;i':^>:/h^>y^Ty- 

tz, 

iK.^ : 1 0 4 - 1 0 St: 

IR (KBr) cm"': 3242. 2925. 1665, 1508, 

1 4 5 9. 1 4 2 8. 
'H-NMR (d«-DMSO) 5: 
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1.30 - 1.51 (6H. n). 1.55 -1.69 (2H. a). 

1.81 (2H. quint. J = 7. 1 Hz). 2.23 - 2.29 (2H. n). 

2.38 (3H. s). 2.41 (3H. s). 2.44 (3H. s). 3.35 (2H. t, J = 7. 2 Hz) 

6.83 (IH. s). 7.32 (IH. m) . 7.43 (IH. m). 7.81 (IH. m). 

7. 91 (IH. 0). 8. 76 (IH. br s). 

EI MS m/z (relative intensity): 491 (M*),. 200 (100). 



mmm s 3 im.^<D^t'^m^n s 0 1 (oit^tm) 

2- {^>X-( 2 }V=^^) -N- [2. (pt^;U^ 

iBSj^ : 235-237'C(d.) 

IR(KBr)cm-': 3429, 3243, 2978. 2923. 

1661, 1505, 1439. 
'H-NMR (CDCI3) 6: 

2.35 (3H. s). 2.46 (3H, s). 2.47 (3H. s). 4.03 (2H. s). 

6.63 (IH. s). 7.21 (IH. t. J = 6. 1 Hz). 7.22 (IH. t. J = 6. 1 Hz). 

7. 43 - 7. 60 (2H. m) . 9. 43 (IH. br s). 
EI MS m/z (relative intensity): 390 (M*), 344 (100). 

m^mm s 4 (.n^cmt'^dkm^ s o 4 <Dif^m) 

5- S. yV- )\^- 2 - -i -N- [2. 4-t'X (>^^)U^ 

:t) - 6 - ^ 3 - t: U >^;U] ^ > > T ^ H (DSJit : 

Ac. 

15$,^ : 1 7 6 - 1 7 7 
'H-NMR (ds-DMSO) <5: 
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1.74 - 1.84 (4H. m). 2.26 - 2.35 <2H. m) . 2.36 (3H. s), 

2.39 (3H. s). 2.43 (3H. s). 3.26 - 3.36 (2H. n). 6.84 (IH. s). 
7.04 - 7.13 (2H. m). 7.34 - 7.45 (2H. m). 8.84 (IH. br s). 
12. 06 (IH, br s). 
EI MS m/z (relative intensity): 432 (M*). 200 (100). 

^mm 5 5 (^^(Dit-^i^mn s o e oyit-^m) 

7- i^>X^ 2 -N- [2. 4 - \d 7s {:fs^)V=f- 
it) _ 6 - 3 - tf 'J v?;!/] >7 5 KOKit : 

Bt.^ : 1 8 9 - 1 9 2 x: 

IR(KBr)cm-': 3139, 2925, 2854,1668, 

1561, 1523, 1435, 1401. 
'H-NMR (de-DMSO) 5: 

1.39 - 1.52 (4H. m). 1.56 - 1.70 (2H. m). 

1.75 (2H. quint. J = 7. 1 Hz). 2.28 - 2.34 (2H. m). 2.38 (3H. s). 

2.40 {3H. s). 2.43 (3H. s). 3.27 (2H. t, J = 7. 1 Hz). 

6.84 (IH. s). 7.07 (IH. t. J = 7. 1 Hz). 7.08 (IH. t. J = 7. 1 Hz). 
7.32 (IH. d. J = 7. 1 Hz). 7.46 (IH. d. J = 7. 1 Hz). 
8. 79 (IH. br s). 
EIMS va/ z (relative intensity): 460 (MO. 150 (100). 

%m.m 5 6 {^^<ry{t^mm^ s o 7 (nit^^m) 

8- 2 )V^^) -N- [2, 4-f7. (><5^;i/^ 
2 - :^)ViJ-:r V^>V^^^V--)V<DRt:)K>\Z2 - :^)VtiZf h^>'/^ 
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2^ o 

Mj^ : 186-187t: 

IR(KBr)cm-': 3430. 3222, 2925. 1661, 

1564. 1522, 1437. 808. 
•H-NMR (de-DMSO) 6: 

1.35 - 1.43 (4H. m). 1.47 (2H. quint. J = 7. 2 Hz). 

1.60 - 1.68 (2H. m). 1.76 (2H. quint. J = 7. 2 Hz). 

2. 23 - 2. 32 (2H. m) . 2.40 (3H. s). 2.42 (3H. s). 2.45 (3H. s). 

3.28 (2H. t. J = 7. 2 Hz). 6.89 (IH. s). 7.09 (IH. t. J = 5. 9 Hz). 
7.09 (IH. t. J = 5. 9 Hz). 7.40 (IH. d. J = 5. 9 Hz). 

7.41 (IH. d. J = 5. 9 Hz). 8.80 (IH. br s). 12.09 (IH. br s). 
EI MS m/z (relative intensity): 474 (M*). 150 (100). 

mmm 5 ? m^<oit^i^mn s 1 3 oit^^m) 

4- i^>V^^^V-)V- 2 -N- [2. 4-tf7. (X^;U5^ 

6-yp^:^*-9->SS^aiJ K<^f^t)0lc:4-^o^:r^>S?i^DU KSrffll^ 

xmmm 2 7 iinm\zRm • ainL, mmit^m^m^m^t: ux^fc. 
ms^. : 1 2 3 - 1 2 5 r 

IR(KBr)cm-': 3436, 3239. 2974. 2929, 

1656. 1502, 1454, 1130. 
'H-NMR (de-DMSO) 6: 

1.23 - 1.28 (6H. m),2. 12 - 2.19 (2H. m) . 2.43 (3H. s). 

2.48 - 2.50 (2H. m). 2.93 (2H, q, J = 7. 1 Hz). 

3.06 (2H. q. J = 7. 1 Hz), 3.41 - 3.48 (2H. m) . 6.89 (3H. s), 

7.29 - 7.34 (2H. m) . 7.56 - 7.62 (2H. m) . 8.96 (IH. br s). 
EI MS m/z (relative intensity): 447 (M*). 227 (100). 

nmm 5 s {^^(Dit^t^^^ s 1 4 oiit^^m 
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5- ('oy^^-y-y-;!/- 2 --f ;P5^:t) -n- [2, 4-t*x (x^;u^ 

: 1 2 2 - 1 2 sr. 

'H-NMR (d«-DMSO) 6: 

1.25 (3H. t. J = 7. 3 Hz), 1.26 (3H. t. J = 7. 3 Hz). 
1.76 - 1. 87 (2H. m). 1.87 - 1.97 (2H. m). 

2.29 - 2.40 (2H. m). 2.43 (3H, s). 2.92 (2H. q. J = 7. 3 Hz). 

3.05 (2H. q. J = 7. 3 Hz). 3.38 (2H. t. J = 7. 2 Hz). 6.88 (IH. s). 

7.26 - 7.35 (2H. m) . 7.55 - 7.60 (2H. m). 8.82 (IH. br s). 
EI MS m/z (relative intensity): 461 (M*). 227 (100). 

7- {^y^/^^^V-)V- 2 )V^:^) -N- [2, 4 - tfX iJ^^)V=f- 

^) - 6 - 3 - t: u >?;H ^:f^>T^)^(Dm.Tt: 

Bt.^ : 1 0 3 - 1 0 5 r. 

IR(KBr)cm-': 3247. 1663. 1501. 1455. 
'H-NMR (de-DMSO) <5: 

1.24 (3H, t. J = 7. 3 Hz). 1.25 (3H. t, J = 7. 3 Hz). 

1.38 - 1.54 (4H, m). 1.57 - 1.72 (2H, m). 1.73 - 1.89 (2H. m) . 

2.19 - 2.32 (2H. m) . 2.41 (3H. s). 2.92 (2H. q. J = 7. 3 Hz), 

3.05 (2H, q. J = 7. 3 Hz). 3.33 (2H. t. J = 7. 1 Hz). 6.86 (IH. s). 

7.24 - 7.32 (2H. m) . 7.52 - 7.60 (2H. m). 8.65 (IH. br s). 
EI MS m/z (relative intensity): 489 (M*). 228 (100). 

nmm e o ^.n^<l>{\L'^f&i^^ s i 7 (Dif^m 
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8- {^>V:i-=^'*i-V-JV- 2 }\^^:t) -N- [2. 4 - f;^ (Xf^JUg^ 
^) - 6 -pt^JI/- 3 - eg :r^^^>T5 Koaifi : 

gSjia : 8 2 - 8 4 t: 

IR(KBr)cm-': 3449. 3245, :2 932, 1669. 

1500, 1455. 1132. 
'H-NMR (d.-DMSO) d: 

1.26 (3H, t. J = 7. 3 Hz). 1.27 (3H. t. J = 7. 3 Hz). 
1.37 - 1.42 (4H. id). 1.48 (2H. quint. J = 7. 2 Hz). 
1.60 - 1.67 (2H. m). 1.82 (2H. quint. J = 7. 2 Hz), 

2. 24 - 2.30 (2H. m). 2.43 (3H. s). 2.94 (2H. q. J = 7. 3 Hz). 
3.07 (2H. q. J = 7. 3 Hz). 3.34 (2H. t. J = 7. 2 Hz). 6.88 (IH, s). 

7.27 - 7.33 (2H. m) . 7.56 - 7.61 (2H. m). 8.73 (IH. br s). 
EIMS m/z (relative intensity): 503 (M*). 229 (100). 

mmm e i i^^it^tm^^ s 2 3 <Dit^^) 

4- (^>V^TV—)\^- 2 - ^ -N- [2, (JL^)U^ 

Mj^ : 1 1 9 - 1 2 0 r 

'H-NMR (d.-DMSO) 5 : 

1.25 (3H. t, J = 7. 4 Hz), 1.26 (3H, t. J = 7. 4 Hz). 

2.07 - 2.23 (2H. m) . 2.43 (3H. s), 2.45 - 2.55 (2H, m) . 

2.93 (2H. q. J = 7. 4 Hz). 3.06 (2H, q. J = 7. 4 Hz). 

3.41 - 3.54 (2H. m) . 6.89 (IH. s). 7.35 (IH, I, J = 8.1Hz). 

7.45 (IH, t. J = 8. 1 Hz), 7.83 (IH. d. J = 8. 1 Hz). 
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7.94 (IH. d. J = 8. I Hz). 8.95 (IH. br s). 
EI MS m/z (relative intensity): 463 (M*). 229 (100). 



5- (^^V^TV-JU- 2 )l^^:t) -N- [2, 4 - 7s (X5^;U5^ 
^) - 6 3 - tf U '^>^ >T 5 H<J>S4it : 

: 1 0 2 - 1 0 4r 
'H-NMR (de-DMSO) 6: 

1.25 (3H. t, I = 7. 3 Hz). 1.26 (3H. t. J = 7. 3 Hz). 

1.77 - 1. 88 (2H. b). 1.88 - 2. 00 (2H. n). 2.29 - 2.41 (2H. m). ,. 

2.43 (3H. s). 2.93 (2H. q. J = 7. 3 Hz). 3.06 (2H. q. J = 7. 3 Hz). 

3. 41 (2H. t. I = 7. 0 Hz). 6. 89 (IH. s). 

7. 35 (IH. ddd. J = 8. 2 . 7. 2 . 1.2 Hz). 

7. 45 (IH. ddd. J = 8. 2 . 7. 2 . 1. 2 Hz). 

7.84 (IH. dd. J = 8. 2 . 1.2 Hz). 7.94 (IH. dd. J = 8. 2 . 1.2 Hz). 

8. 84 (IH. br s). 

EIMS m/z (relative intensity): 477 (M*). 229 (100). 

mmm e 3 (m^cDit-^^^n 8 2 6 (Dit'^m) 

7- (^>y^7y-;w- 2 --r ;w5^:^) -n- [2. 4-fcr7> (x5^;u5^ 
a-) - 6 - 3 - tf 'J ->*;H ^ yy ^ \' <Dm.m. : 

2 - )Vti y ^/^^-9-y-;ucDf^*3 r) \z2 - ^ )Vts-:r y ^ 7 V- 

jSi.^l : 1 1 4 - 1 1 6 t: 

IR (KBr) cm-': 3245. 1665. 1536. 1509, 
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1 4 2 6. 

'H-NMR (d.-DMSO) 5: 

1.24 (3H. t. J = 7. 3 Hz), 1.25 (3H. t. J = 7. 3 Hz). 
1.39 - 1.56 (4H. m). 1.58 - 1.71 (2H. n). 1.75 - 1.88 (2H. a). 
2.19 - 2.31 (2H. m). 2.42 (3H. s), 2.92 (2H. q. J » 7. 3 Hz). 
3.05 (2H. q. J = 7. 3 Hz). 3.35 (2H. t. J = 7. 2 Hz). 6.86 (IH. s). 
7.32 (IH. td. J = 7. 6 . 1.2 Hz), 7.42 (IH. td. J = 7. 6 . 1.2 Hz). 

7. 81 (IH. dd. J = 7. 6 . 1.2 Hz). 7.91 (IH. dd. J = 7. 6 . 1.2 Hz). 

8. 67 (IH. br s). 

EI MS m/ z (relative intensity): 505 (M*). 227 (100). 

mmm e 4 (m.'^(Dit'^^^^ 827 o^if^m 

8- (^>V/^-7 2 -OU^:^-) -N- [2, 4 - (X5^;U^ 

: 9 4 - 9 6 "C 

IR(KBr)cm-': 3433. 3243, 2929. 1669. 

1511. 1428. 
'H-NMR (d6-DMSO) 5 : 

1.26 (3H. t, J = 7. 3 Hz). 1.27 (3H. t. J = 7. 3 Hz). 

1.37 - 1.43 (4H. m). 1.45 - 1.52 (2H. m) . 1.57 - 1.68 (2H. m). 

1.82 (2H. quint. J = 7. 2 Hz). 2.20 - 2.32 (2H. m) . 2.43 (3H. s). 
2.94 (2H. q. J = 7. 3 Hz). 3.07 (2H. q, J = 7. 3 Hz). 

3. 37 (2H. t. J = 7. 2 Hz). 6. 88 (IH, s). 

7. 34 (IH. td. J = 7. 6 , 1. I Hz). 7. 44 (IH. td. J = 7. 6 . 1.1 Hz). 

7.83 (IH. dd. J = 7. 6 . I. 1 Hz). 7.93 (IH. dd. J = 7. 6 . 1.1 Hz). 

8. 73 (IH. br s). 
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EI MS m/z (relative intensity): 519 (M*). 227 (100). 



m^m 6 5 (^^(Dit-^^^n s 3 3 oit-^^) 

4_ (y>j^x-r 5 y 2 --r ;u^?r) -n- [2. 4-^7. (x5^)i/5^ 

^) - 6 3 - tr»j t/^j^ 5 K<7)Sjt : 

BS^ : 1 6 0 - 1 6 1 r 
'H-NMR (d«-DMSO) 5: 

1.25 (3H. t. J = 7. 3 Hz). 1.26 (3H. t. J = 7. 3 Hz). 

2. 27 - 2. 37 (2H. a). 2. 44 (3H. s). 

2.48 - 2.50 (2H. m). 2.93 (2H. q. J = 7. 3 Hz). 

3.06 (2H. q. J = 7. 3 Hz). 3.34 - 3.46 (2H. m) . 6.89 (IH. s). 

7.05 - 7.14 (2H. m). 7.33 (IH. m) . 7.46 (IH. o) . 8.95 (IH. br s). 
EI MS m/z (relative intensity): 446 (M*). 195 (100). 

mmm e e i^^^oit^^^^^ s 3 4 (nit^^m) 

5- (.^>X^ =iyV-)V- 2 )V^:t) -N- [2, 4-k*X (X5^;P^ 
:*-) - 6 - ^ ^Jl'- 3 - tr U ^ >T 5 K(75gijt : 

-;U«rffl l.iTll]!i60>J 58<«:l^m{CSJ66-ffliiL, g a<J ^ <il M if <^ S i: LT 

jH} .if : 1 6 3 - 1 6 5 "C 
'H-NMR (d»-DMSO) <5: 

1.23 (3H. t. J = 7. 3 Hz). 1.24 (3H. t. J = 7. 3 Hz). 

1.74 - 1.88 (4H. m), 2.27 - 2.38 (2H. m) . 

2.41 (3H. s). 2.90 (2H. q. J = 7. 3 Hz). 3.03 (2H. q. J = 7. 3 Hz). 

3. 25 - 3.34 (2H. m) . 6.86 (IH. s). 7.04 - 7.11 (2H. m) . 
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7.32 (IH. m). 7.46 (IH. m). 8.79 (IH. br s). 
EI MS m/z (relative intensity): 460 (M*). 195 (100). 



nmm 6 7 m^cDit-^m^^ s 3 e o{t^#)) 

7- (.^>X^ S. yV-JU- 2 -N- [2. 4-ex(X^;i'5^ 
5j-) - 6 - 3 - tr 'J 'vr^S' >7 5 K<7)S!li£ : 

JK,^ : isi-iset: 

IR (KBr) cm-': 3136, 3106. 1656, 1518. 

1438, 1401, 1337. 1268. 
'H-NMR (d.-DMSO) 5 : 

1.24 (3H. t. I = 7. 3 Hz). 1.25 (3H. t. J = 7. 3 Hz). 

1.36 - 1.54 (4H. m). 1.55 - 1.82 (4H. m). 2.15 - 2.32 (2H. m). 

2.41 (3H. s). 2.92 (2H. q. J = 7. 3 Hz). 3.05 (2H. q. J = 7. 3 Hz), 

3. 26 (2H. t. J = 7. 3 Hz). 6. 86 (IH. s). 

7.03 - 7.11 (2H. m). 7.34 - 7.44 (2H, n). 8.67 (IH. br s). 
EI MS m/z (relative intensity): 488 (M*). 151 (100). 

nmm 6 8 (^^(Dit-^mmn s 3 7 (Dit^^) 

8- ('^> V< 5 2 JU^^:*-) -N- [2. 4-ii7s (X^;U^ 
5j-) - 6 - ^ 3 - tf U >7 5 K<75Sljt : 

u.^ 1 6 6 - 1 6 8 1: 

IR(KBr)cm-': 3427. 3147, 2928, 1660. 

1560. 1526. 1437. 
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'H-NMR (d 6-DMS O) 
1. 26 (3H. t. J = 7, 3 Hz). 
1. 36 - 1. 41 (4H. m), 1. 47 

1. 60 - 1. 67 (2H. m). 1. 75 

2. 22 - 2. 32 (2H. m), 2. 43 

3. 07 (2H. q. J = 7. 3 Hz). 
7. 08 (IH. t. J = 5. 9 Hz), 

7. 40 (IH. d. I = 5. 9 Hz). 

8. 73 (IH. br s). 

E I M S m/ z (relat ive i 
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6 : 

I. 27 (3H. t. J = 7. 3 Hz). 

(2H. quint, J = 7. 2 Hz). 

(2H. quint. J = 7. 2 Hz), 

(3H. s). 2. 94 (2H. q. J = 7. 3 Hz), 

3. 28 (2H. t. J = 7. 2 Hz). 6. 88 (IH. s). 

7. 09 (IH. t. J = 5. 9 Hz), 

7. 41 (IH. d. J = 5. 9 Hz). 

tensity): 502 (M*). 151 (100). 



6 9 (^tf <0{b-&«^#^ 8 4 3 <Dit^' 
4- i^>V^^-*)-V-JV- 2 -N- [2. 4-\iX (-TV^.D 

tr;p^:*-) - 6 - 3 - tf u >^;H -/^ >t 2. \^ (onm : 

rniis. 1 2 8 - 1 2 9 

IR(KBr)cm-': 3448. 3235. 2962. 1683. 

1657. 1555. 1515. 1500. 
1 4 5 6. 1 1 3 1. 
'H-NMR (ds-DMSO) 6 : 

1.27 (6H. d. J = 6.6 Hz). 1.30 (6H. d. J = 6. 8 Hz). 

2. 10 - 2. 17 (2H. m), 2. 42 (3H. s). 

2.47 - 2.50 (2H. m) , 3.39 - 3.47 (2H, in), 

3.55 (IH. sept, J = 6. 6 Hz). 3.89 (IH. sept. J = 6. 8 Hz), 

6.92 (IH. s). 7.28 (IH. td. J = 7. 3 .1.7 Hz). 

7.30 (IH. Id. J = 7. 3 . 1.7 Hz). 7.56 (IH. dd. J = 7. 3 . 1.7 Hz). 
7.58 (IH, dd, J = 7. 3 . 1.7 Hz). 8.90 (IH. br s). 
EI MS m/z (relative intensity): 475 (M*). 207 (100). 
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I^JS^aj 7 0 («4'©{b^#j#^ 8 4 4 (Ofb^^S) 

5- (^>'/^^V-V-)l- 2 --i -N- [2. ( V ^ □ 

- 6 - > 3 - e U ^>:$' >7 S KOglja 

iSg.il^ : 1 2 9 - 1 3 0 "C 

IR(KBr)cm-'; 3448. 3215, 3167. 2965, 

1654, 1555, 1525, 1500, 
1454, 1128. 
'H-NMR (de-DMSO) 6: 

1.27 (6H, d. J = 6. 8 Hz). 1.30 (6H. d. J = 6. 8 Hz), 

1.75 - 1.85 (2H. m). 1. 86 - 1. 96 (2H. n). 2.26 - 2. 40 (2H. m). 

2. 42 (3H. s). 3. 37 (2H. t. J = 7. 1 Hz). 

3.54 (IH. sept. J = 6. 8 Hz). 3.88 (IH. sept. J = 6. 8 Hz). 
6.91 (IH. s). 7.27 (IH. td. J = 7. 6 . 1.7 Hz). 

7.30 (IH. td. J = 7. 6 . 1.7 Hz). 7.55 (IH. dd. J = 7. 6 . 1.7 Hz). 
7.58 (IH. dd. J = 7. 6 . 1.7 Hz). 8.75 (IH. br s). 
EI MS m/z (relative intensity): 489 (M*). 221 (100). 



m^mm 7 1 (^«f 8 4 6 (Diti 

7- (.^>V-t^-^V-}V- 2 )V^:t) -N- [2. 4-^7. (<yyD 

trjP9^^) - 6- pt^;i^-3-t:u-:/;p] ^ >7 \^ (J^m.)^ : 

MM. : 7 6 - 7 8 r 

IR(KBr)cm-': 3436. 3265, 2929, 1663, 

1 5 0 3. 1 4 5 5. 
IH-NMR (d.-DMSO) 5: 
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1.29 (6H. d. J = 6. 8 Hz). 1.32 (6H. d. J = 6. 8 Hz). 

1.43 - 1.54 (4H. m). 1.65 (2H. quint. J = 7. 2 Hz). 

1.83 (2H. quint, J = 7. 2 Hz). 2.20 - 2.33 (2H. m). 2.43 (3H. s). 

3.35 (2H. t. J = 7. 2 Hz). 3.56 (IH. sept, J = 6. 8 Hz). 

3.90 (IH. sept. J = 6. 8 Hz). 6.93 (IH. s). 7. 27 - 7.34 (2H. m). 

7.56 - 7.61 (2H. m). 8.72 (IH. br s). 

EI MS m/z (relative intensity): 517 (M*). 249 (100). 

mmm 1 2 i.^^(n{\L'tm^^ 8 4? (Dit-^m 

8- (^>V^^V-V-)l- 2 -N- [2. 4 - if X (-fy^D 

tf;i/5^^) - 6 - p< 3 - tr u :t ^ ^ >7 s. \i o^m. : 

IR(KBr) cm-': 3241. 1664, 1559. 1526. 

1501, 1454. 
IH-NMR (d.-DMSO) 6: 

1.29 (6H. d. J = 6. 8 Hz), 1.31 (6H. d, J = 6. 8 Hz). 

1.34 - 1.54 (6H, m). 1.55 - 1.69 (2H. m), 1.73 - 1.89 (2H. m). 

2.15 - 2.28 (2H. a), 2.42 (3H. s), 3.27 (2H, I. J = 7. 3 Hz), 

3.54 (IH. sept, J = 6.8 Hz), 3.89 (IH, sept. I = 6. 8 Hz). 

6.90 (IH. s). 7.24 - 7. 32 (2H. m) . 7.51 - 7.60 (2H. m), 

8. 59 (IH, br s). 
EI MS m/z (relative intensity): 531 (M*), 263 (100). 

mmm 7 3 im.^<Dit^'^^^ 8 4 8 (Dif^^) 

9- >ypj-=^^ity-)u- 2 -< ;u^5j-) -N- [2. 4-b*x (-rvyo 
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IR(Cap)cm-': 3243, 2962, 2927, 1668, 

1558, 1505. 1455, 1130. 
'H-NMR (de-DMSO) <5: 

1.28 (6H. d. J = 6. 8 Hz) . 1.31 (6H, d. J = 6. 8 Hz). 
1.28 - 1.50 (8H. m). 1.55 - 1. 65 (2H. m). 
1.80 (2H. quint. J = 7. 3 Hz). 2.17 - 2.27 (2B. m). 
2.42 (3H, s). 3.32 (2H. t, J = 7. 3 Hz). 

3.55 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 
6.91 (IH. s). 7.27 (IH. td. J = 7. 3 . 1.7 Hz). 
7.30 (IH. td. J = 7. 3 . 1.7 Hz). 7.54 - 7. 60 (2H. b). 
8. 65 (IH. br s). 
EI MS m/z (relative intensity): 545 (M*), 277 (100). 

nmm 7 4 (a4»o<fc^«j&#^ 8 5 1 (Dif^^) 

2- (^ > '75^7 — JP- 2 JU^'rt) -N- [2. 4 - \^ X (-fvyatf 

2 - Zfa^--N - [2. 4-\dX (^•^;u^3j-) - 6 - 3 - tf 'J >^ 

S. \f<DRt>r)\Z2 -Zfa^-N- [2. 4 - \f 7. (^vrokfJU^" 

:t) - 6 - 3 - u 7± h7 ^ \^ ^m\^^x^mm 4 9 tmmizK 

Ujk : 117 - list: 

IR(KBr)cm-': 3431. 3179. 2967. 1 6 60. 

1559. 1526. 1428. 
'H-NMR (CDCla) (5: 

I. 19 (6H. d. J = 6. 7 Hz), 1. 21 (6H. d. I = 6. 7 Hz). 2. 41 (3H, s). 
3.39 (!H. sept. J = 6. 7 Hz). 3.92 (IH. sept. J = 6. 7 Hz). 
4.18 (2H. s). 6.68 (IH. s), 7.32 (1 H. td. J = 7. 7 . 1.2 Hz). 
7.41 (IH. Id. J = 7. 7 . 1.2 Hz). 7.77 (IH. d. J = 7. 7 Hz). 
7. 91 (IH, d. J = 7. 7 Hz). 8. 80 (IH. br s). 
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EI MS m/z (relative intensity): 463 (M*). 180 (100). 



PCT/JP98/05149 



C 2iH2»N30 S *t LT 

C. 54. 39: H. 5. 43: N. 9. 06: S. 27. 66. 

C. 54. 28: H. 5. 45: N. 8. 93: S. 27. 73. 



4- (^>V/5^7 V-JP- 2 --f ;U5^:t) -N- [2. 4 - t'T. ('rv:/Ptf 
iM,^ : 1 1 6 - 1 1 7 t: 

IR(KBr)cm-': 3450, 3257. 2962. 1667. 

1557, 1510. 1457, 1429. 
9 8 7. 

'H-NMR (d*-DMSO) 5 : 

1.27 (6H. d. I = 6. 8 Hz). 1.30 (6H. d. I = 6. 8 Hz). 

2. 08 - 2. 17 (2H. m). 2. 42 (3H. s). 

2.43 - 2.47 (2H. m) . 3.45 (2H. t. J = 7. 1 Hz). 

3. 55 (IH. sept, J = 6. 8 Hz). 

3.89 (IH. sept. J = 6. 8 Hz). 6.92 (IH. s). 7.33 (IH. t. J = 7. 8 Hz). 
7.43 (IH, t. J = 7. 8 Hz). 7.81 (IH, d, J = 7. 8 Hz). 
7.92 (IH. d. J = 7. 8 Hz), 8.90 (IH, br s). 
EIMS m/z (relative intensity): 491 (MO, 69 (1 00). 



5_ (^^y./^y 2 -N- [2. 4-f7. (fV/atf 
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: 1 0 7 - 1 0 9 *C 
IR(KBr)cm-': 3441, 3215, 2963, 1656. 

1557, 1523. 1460, 1429, 
9 9 6. 

'H-NMR (de-DMSO) 6: 

1.27 (6H. d. J = 6. 8 Hz). 1.30 (6H. d. J = 6. 8 Hz). 

1.76 - 1.85 (2H. m). 1.86 - 1.96 (2H. m). 2. 26 - 2.40 (2H. n). 

2. 42 (3H. s). 3. 39 (2H. t, J = 7. 1 Hz). 

3.54 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 

6.91 (IH. s). 7.33 <1H, td. J = 8. 1 . 1.2 Hz). 

7. 43 (IH. td. J = 8. 1 . 1. 2 Hz). 7. 82 (IH. dd. J = 8. 1 . 1.2 Hz). 

7.92 (IH. dd. J = 8. 1 . 1.2 Hz). 8.75 (IH. br s). 

EI MS m/ z (relative intensity): 505 (M*). 221 (100). 

6- i^>V^7V-)\^- 2 -N- [2, 4-f7. (-fvyohf 

2 - y \- ^ > V 'J - ji' <D r^t) 0 iz 2 - )\^ ti y h ^ > V 9- T - 

MM. : 8 4 - 8 6 "C 

IR(KBr)cm-'; 3436. 3212. 2961, 2925, 

1655. 1555, 1522. 1428. 
'H-NMR (d s-DMS O) 6 : 

1.30 (6H. d. J = 6. 6 Hz). 1.33 (6H. d. J = 6. 8 Hz). 

1. 54 - 1. 62 (2H. m), 1. 65 - 1. 73 (2H. m) . 

1.85 (2H. quint, J = 7. 0 Hz). 2.22 - 2.33 (2H, m) . 2.43 (3H, s). 
3.38 (2H, t, J = 7. 0 Hz), 3.57 (IH. sept, J = 6. 6 Hz). 
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3.91 (IH. sept. J = 6. 8 Hz), 6.93 (IH. s). 7.34 (IH. t. J = 7. 8 Hz). 
7.44 (IH. t. J = 7. 8 Hz). 7.83 (IH. d. J = 7. 8 Hz). 
7.93 (IH. d. J = 7. 8 Hz). 8.73 (IH. br s). 

EI MS m/z (relative intensity): 519 (M*). 235 (100). 



mmm 7 s m^<Dit^^mn s 5 e (Dif^' 

7- i^>^/^7V-)l^- 2 --f -N- [2. (<vrDtr 

;p^:t) - 6 - 3 - tf u >t s h' wuit : 

Sg,^ : 7 4 - 7 6 r 

IR(KBr)cm-': 3436. 3200, 3158, 2961, 

2928, 1654. 1525. 1427. 
'H-NMR (de-DMSO) 5 : 

1.29 (6H. d. J = 6. 6 Hz). 1.32 (6H. d. J = 6. 8 Hz). 

1.43 - 1.55 (4H. m). 1.65 (2H. quint. J = 7. 2 Hz). 

1.83 (2H. quint. J = 7. 2 Hz). 2.22 - 2. 33 (2H. m). 2.43 (3H. s). ; 

3.37 (2H. t. J = 7. 2 Hz). 3.56 (IH. sept. J = 6. 6 Hz). 

3.90 (IH. sept, J = 6. 8 Hz). 6.93 (IH. s). 

7.34 (IH. Id. J = 7. 7 , 1.2 Hz). 7.44 (IH. td, J = 7. 7 . 1.2 Hz). 
7.83 (IH. dd. J = 7. 7 . 1.2 Hz). 7.94 (IH. dd. J = 7. 7 . 1.2 Hz). 
8. 68 (IH. br s). 
EI MS m/z (relative intensity): 533 (M*). 249 (100). 

mmm ? 9 (^t'<Dft:^^#^ 857 (Dit-^^) 

8- i^>V^7V-}\^- 2 )\^9-:t) -N- [2. 4-ii7. ('fV:^Dt: 
2 - ^ )U ti V h ^ > ^ "^-^ V - )^ (D Rt:> K) \Z 2 - ;^ }l tl y h ^ > V ^ 7 V - 
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MM. : lOT-lOSr 

IR (KBr) cm-': 3239, 1664, 1559, 1526, 

1 4 5 6. 1 4 2 8. 

•H-NMR (de-DMSO) <5: 

1.29 (6H. d. J = 6. 8 Hz). I. 31 (6H. d. J = 6. 8 Hz). 

1.34 - 1.54 (6H. m), 1. 55 - 1.70 (2H. m) . 1.73 - 1.88 (2H. m), 

2.15 - 2.29 <2H. m), 2.42 (3H. s). 3.35 (2H. t. J = 7. 3 Hz). 

3.54 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 

6.90 (IH. s). 7. 31 (IH. t. J = 7. 8 Hz). 7.42 (IH. t. J = 7. 8 Hz). 
7.81 (IH. d. J = 7. 8 Hz). 7.90 (IH. d. J = 7. 8 Hz). 
8. 59 (IH, br s). 
EI MS m/z (relative intensity): 547 (M*), 263 (100). 

9- (^>y5^Ty — 2 --r;P^:4-) -N- [2, 4-fcfX (-fVynhT 
Jl''^^) - 6 - 3 - tf U y •^>T5 H<73 84jg : 

IR(Cap)cm-': 3243. 2962, 2927, 1668, 

1559. 1526. 1456. 
'H-NMR (ds-DMSO) 6 : 

1.28 (6H. d, J = 6. 8 Hz). 1.31 (6H. d. J = 6. 8 Hz). 

1.28 - 1.50 (8H. m). 1.55 - 1.65 (2H, n). 

1.80 (2H. quint. J = 7. 0 Hz). 2.17 - 2.27 (2H. m) . 

2. 42 (3H. s). 3. 34 (2H. t. J = 7. 0 Hz), 

3.55 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 
6. 91 (IH. s). 7. 32 (IH. td. J = 7. 1 . 1.2 Hz). 
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7. 43 (IH. td. I = 7. 1 . I. 2 Hz). 7. 81 (IH. dd. J = 7. 1 . 1. 2 Hz). 

7.91 (IH. dd. J = 7. 1 . 1.2 Hz). 8.65 (IH. br s). 

EI MS m/z (relative inlensity): 561 (M*). 277 (100). 



2- (^>X^ S.yV-}V- 2 --i -N- 12. 4 - if X ('TVyo 

\f)v^^) - 6 - 3 - tr u r-t hts : 
2 - -/a^-N - [2. (^5^;p^^) - 6 - ^;u- 3 - ^;n:r 

;U-3-l:fUv;U] T Hi h 7 5 H & ffl XHlilE^iJ 5 3 .i: 1^ » »c S IS • SaS L . S 
IKj^C : 223-224^: 

IR(KBr)cin-': 3437. 3138. 3106. 2960,., 

1668, 1534. 1414. 
•H-NMR (CDCIs) 5: 

1.22 (6H. d. J = 6. 8 Hz). 1.25 (6H. d. J = 6. 8 Hz). 2.42 (3H. s). 
3.41 (IH. sept. J = 6. 8 Hz). 3.95 (IH. sept. J = 6. 8 Hz). 
4.05 (2H. s). 6.69 (IH. s). 7.18 (IH. t. J = 6. 1 Hz). 
7.19 (IH. t. J = 6. 1 Hz). 7.34 (IH. br s). 7.62 (IH. br s). 
9. 33 (IH. br s). 10. 61 (IH. br s). 
EIMS m/z (relative intensity): 446 (M*). 371 (100). 
Ttm^m : C 2iH*.N40 S at LT 

$fWm : C. 56. 47; H. 5. 87: N, 12. 54. 
HlBUfii : C. 56. 42; H. 5. 87; N. 12. 56. 

n^m 8 2 {m.^(Dit'&^^^ s e 3 oft^ti) 

4- X-i =. 2 - -N- [2. 4 - f X ( < V ^ D 

- 6- ^^;i^-3-t:'j->*;n y^>7ih'<7)£ijt: 
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ggj^ : 2 0 9 - 2 1 1 1: 

IR(KBr)cm-': 3480, 3196, 2963. 1664. 

1557, 1529. 1428. 
'H-NMR (d6-DMSO) 6: 

1.25 (6H. d. J = 6. 8 Hz). 1.28 (6H. d. J = 6. 8 Hz). 

2.04 (2H. quint. J = 7. I Hz). 2.43 (3H. s). 

2.44 (2H. t. J = 7. 1 Hz). 3.36 (2H. t. J = 7. 1 Hz). 

3.61 (IH. sept. J = 6. 8 Hz). 3.86 (IH. sept. J = 6. 8 Hz). 

6.96 (IH. s). 7.09 (IH. dd, J = 7. 3 . 5.4 Hz). 

7.12 (IH. dd. J = 7. 3 , 5.4 Hz). 7.35 (IH. m). 7.49 (IH. m). 

9. 38 (IH. s). 12. 53 (IH, s). 
EI MS m/z (relative intensity): 474 (M*). 207 (100). 



8 3 (^^(Oit-^^m^ 8 6 4 <Dit^ 
5- (^>X^ 5. yV-JU - 2 --f Jl^^) -N- [2, 4-f;^ (-ivya 
\i)V=^^) - 6 - 3 - t: 'J v';!'] '^>^^ >T a HOJSia : 

ffllj^ 1 7 5 - 1 7 6 "C 

IR(KBr)cm-': 3447. 3195. 2965. 1663, 

1557. 1526. 1428. 1400. 
'H-NMR (d.-DMSO) 6 : 

1.28 (6H. d. I = 6. 8 Hz). 1.30 (6H. d. J = 6. 8 Hz). 

1.75 - 1.90 (4H, m). 2.26 - 2.38 (2H. m) . 2.42 (3H. s). 

3.30 (2H. I. J = 7. 1 Hz), 3.54 (IH. sept. J = 6. 8 Hz). 

3. 88 (IH. sept. J = 6. 8 Hz). 6. 91 (IH. s). 
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7.07 (IH. t. I = 6. 1 Hz). 7.08 (IH. t. J = 6. 1 Hz). 

7.32 (IH. d. J = 6. 1 Hz). 7.46 (IH. d. I = 6. 1 Hz). 

8. 72 (IH. br s). 

EI MS m/z (relative intensily): 488 (M*). 221 (100). 

me^J 8 4 (*it>{l:^«5#^ 8 6 5 <Z)fl:^#)) 

6- (A;>x-r s y v-jw- 2 ;u^:t) -n- [2. 4-k*7. (-rv:/o 

Bt^ : 1 7 5 - 1 7 6 X: 
'H-NMR (d.-DMSO) 5 : 

1.30 (6H. d. J = 6. 7 Hz). 1.32 (6H. d. J = 6. 7 Hz). 

1.47 - 1.61 (2H. m). 1. 62 - 1.72 (2H. m) . 

1.73 - 1.84 (2H. m). 2.18 - 2.35 (2H. m). 

2.43 (3H. s). 3.21 - 3.33 (2H. m) . 3.55 (IH. sept. J = 6. 7 Hz). 
3.90 (IH. sept. J = 6. 7 Hz). 6.92 (IH. s). 
7.03 - 7.12 (2H. m). 7.33 (IH. m) . 7.47 (IH. n) . 
8. 75 (IH. br s). 12. 05 (IH. br s). 
EI MS m/z (relative intensity): 502 (M*). 235 (100). 

mm.ms5 (^4><^ib^#»#^ s e e <D{t^ti) 

7- (/^> V'^ 5 2 --f )Uf"^) -N- [2. 4-b:7. (-rv^P 
2 - ^Ol' iJ y h ^ > ^ V - )V <D Rt> 0 \Z 2 - :^ )U tl -f b ^ > ^ 5. y ^/ 

BS,^ : 1 1 8 - 1 2 1 r 
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IR(KBr)cm-': 3393, 3219. 2963. 2928, 

1663. 1559, 1526, 1439. 
'H-NMR (de-DMSO) <5 : 

1.29 (6H. d. J = 6. 6 Hz). 1.32 (6H. d, J = 6. 8 Hz). 

1.41 - 1.53 (4H. m). 1.64 (2H. quint. J = 7. 2 Hz). 

1.76 (2H. quint. J = 7. 2 Hz). 2.18 - 2.33 (2H. .m). 2.43 (3H. s). 

3.28 (2H. t. J = 7. 2 Hz). 3.56 (IH. sept, J = 6. 6 Hz). 

3.90 (IH. sept. J = 6. 8 Hz). 6.93 (IH, s). 7.08 (IH. t. J = 5. 9 Hz). 

7.09 (IH. t. J = 5. 9 Hz). 7.40 (IH. d. J = 5. 9 Hz). 

7.41 (IH. d. J = 5. 9 Hz). 8.86 (IH. br s). 
EI MS m/z (relative intensity): 516 (M*). 399 (100). 



8- (^>X< 2 )l^:t) -N- [2, 4-\f7. (-fV^O 

h!;W5^:t) - 6 - pi^;i/- 3 - tr U v»;i/] ^ >T S KcoMit : 

2-;<;p;^yh^>^y:^^^-9-y-;P(?Df^t>0fc:2-7^;u*y h^>x^ s.yv 

BK,^ : 1 7 0 - 1 7 1 t: 

IR(KBr)cm-': 3158. 2963. 2930. 1665, 

1559, 1526. 1 508, 1429. 
'H-NMR (ds-DMSO) <5: 

1.28 (6H, d. J = 6. 8 Hz), 1.31 (6H. d. J = 6. 8 Hz) 

1. 32 - 1. 50 (6H, m), 1. 56 - 1. 66 (2H. m) , 

1.74 (2H, quint. J = 7. 3 Hz), 2.17 - 2.27 (2H, m). 

2. 42 (3H. s), 3. 26 (2H. t. J = 7. 3 Hz). 

3.54 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz), 

6.91 (IH. s), 7.05 - 7.10 (2H. m) . 7.32 (IH. m) , 7.45 (IH. m) . 

8. 65 (IH. br s). 
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9_ (^>X< 5 ^^y-JP- 2 --r ;W^^) -N- [2. A-iiT. i^V^Tn 

- 6 - 3 - tr u y i->r s. }^<D§iy& : 

it^ : 1 1 2 - 1 1 4t; 

IR(KBr)cm-': 3435. 3185. 2927, 1660, 

1558. 1526, 1437. 
'H-NMR (d.-DMSO) 6 : 

1.28 (6H. d. J = 6. 8 Hz) . 1.31 (6H. d. J = 6. 8 Hz) , 

1.28 - 1.48 (8H. m). 1. 52 - 1.65 (2H. m). 

1.73 (2H. quint. J = 7. 1 Hz). 2.18 - 2.28 (2H. m). 

2. 42 (3H. s). 3. 25 (2H. t. J = 7. 1 Hz). 

3.55 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 
6.91 (IH. s). 7.07 (IH. t. I = 6. 1 Hz). 7.08 (IH. t. J = 6. 1 Hz). 
7.32 (IH. d. J = 6. 1 Hz). 7.46 (IH. d. I = 6. 1 Hz). 
8. 80 (IH. br s). 12. 05 (IH. br s). 
EIMS m/z (relative intensity): 544 (M*). 151 (100). 

6- (^>^/:t + 1^-y->'l'- 2 --r ;U^^) -N- [2-^9";i/-4, 6 - f 
X (^^JU^^) -5-t:U5->*Jl/] ^ + 5 KcDSit : 

^mmwt (3 ml) ^^k?^L, m.i^Lrs.f)^^ 4 . e - v t k o 4- - 2 - ;< 

e'J5->'> (1.0 g. 7. 9minol) ^ ^ IC ^ fc, )K T T 2 B# ^1 . m.iKX' I mm 

_ 2 - ^ ^Jl/ - 5 - - h a t: 'J 5 V > 207 mg (iR^ 15 X) Srft^c. 
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d CD - h □ tr «J 5 ->*> (205 mg, 1.2 omol) & X tJk U (i ml) izm^- 
l^. Vj:^}17-*J> (281 mg. 1. 9 mmol) SrJbPA. lOOrTll^ra. 120 

fSa?a:^iS7KTJiIM;^i5fef^ iiift^ ^ ^ A T^^^ . ^ g5fe L T# e> tlfe 

ffll^fi)t#iS>. 'J *y;U;<7 7 D-7 h i/"^ 7 - (MSB : 4^-9- >: gfSf 
x^;U = 20 : 1) -cmmLX. 4. 6 - n o - 2 - ^ 5 - - h □ t! U 

Si^> 194 mg (iR^ 77 X) ^MfefH^iS i: L T#>i:. 

:^ h U r^A^Tf^ H + -> K (780 mg. 10. 6 mmol) (D ^ y (10 ml) 

(C, 5K?&T"C4, 6->'^DD-2-j;C5^;i/-5-X|-De>J5>'> (l.Og. 4. 
81 fflDol) (D / -Jl^mm (10 ml) SrJSTU. 3K?&TT 1 l^rattJ^S^, RBM 
^<fetC7K*j!lB;l, PSSxf^;PTaiai Lfe. WtS^€:7K. ^ ?a ^ tK "IT gfe L , 

t^> J; OPflSa 4. 6-b*X (jj^^JP?;*-) - 2 - - 5 - x h n e U 

S>?> 609 mg (iR^ 55 %) Sr^fc. 

d <7)X h O tr U S > (100 mg. 0. 43 mmol) (7)X^ / — ;P (100 ml) BMiZ^ 
m.tJ^)^!^ (119 mg, 0.865 mmol) , -m.itB± (40 mg. 0.18 mmol) tilSiX. 

6»n>5:ffi^fi)E<fe$:, -> U ;^ y 7 A o ^ h ^ :7 - (il0a^«E ; 'v + it > 

: g^SEX^;!/ = 6:1) -CJtSi LT, 5-757-4. 6-t:7. ('^5^;P5^^) - 
2 - t: U 5 V > 66 mg (iR^ 76 X) ^ntz, 

3-757-2, 4-t*;^ (p*5^;U5^:t) - 6 - ^ ;U e U ><7) t) 0 5 

-7sy-4. (^5^;i'^:4-) - 2 - >^ J 5 > ^ffl i^rHM^il 

: 148-151t: 
IR(KBr)cm-': 3440. 3245. 2929. 1660. 

1 5 3 0. 
'H-NMR (CDCI3) <5: 

1.43 - 1.55 (2H. m). 1.57 - 1.69 (2H. m) . 1.72 - 1.84 (2H, m). 
2.14 - 2.29 (2H. m) , 2.38 (6H. s). 2.48 (3H. m) . 
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3.28 (2H. t. J = 7. 3 Hz). 7.21 (IH. td. J = 7. 4 . 1.7 Hz). 
7.24 (IH. td. J = 7. 4 . 1.7 Hz). 7.49 (IH. dd. J = 7. 4 Hz). 
7.51 (IH. dd. J = 7. 4 . 1.7 Hz). 8.91 (IH. br s). 
EI MS m/z (relative intensity): 448 (M\ 100). 



2- (7 - h y >^^)U^>V^^-*)-'/-)l'- 2 --f -N- 

[2. 4-k'7. (P^5^;l/^^) - 6 - ^JU- 3 - tr 'J ->*;U] 7-feh75K<75Sl 

m. : 

: 207-209t: 
IR(KBr)cm-': 3435, 3235, 1673, 1509. 

1433. 1329. 1130. 
'H-NMR (CDCI3) 5: 

2.32 (3H. s). 2.41 (3H. s). 2.48 (3H. s). 4.14 (2H. s). 
6. 81 (IH. s). 7. 41 (IH. I. J = 7. 8 Hz). 
7.52 (IH. d. I = 7. 8 Hz). 7.79 (IH. d. J = 7. 8 Hz). 
8. 46 (IH. br s). 
EIMS n/z (relative intensity): 459 (M*). 227 (100). 

Ttm^'&i : C i.H.oFaNjOaS at LT 
nYnm : C, 47. 05: H. 3. 51 : N. 9. 14. 

■. C. 46. 84; H. 3. 66: N. 9. 03. 

num 9 0 (^^'^{t^^s^ 1 2 5 0 (Dit'^m) 

5_ (^-j - \^ \) y )i^U-)^^)V^>'/^^-*yV-)V- 2 )V^^) -N- 

[ 2 . 4 - fx (pC^^JU^^) - 6 - ^ 5^>»U - 3 - U ->*;U] ^>:S'>7$ \' O 
S^it : 
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JH,^ : 179-180^. 
•H-NMR (d«-DMSO) 5: 

1.75 - 1.87 (2H. m). 1.87 - 2.00 (2H. m). 

2.37 (3H. s), 2.39 (3H. s). 2.30 - 2.39 (2H. m) . 

2.43 (3H. s). 3.36 - 3.46 (2H. m). 6.84 (IH. s). 
7.50 (IH, t. J = 7. 9 Hz). 7.59 (IH. d. J = 7. 9 Hz). 
7.89 (IH. d. J = 7. 9 Hz). 8.85 (IH. br s). 

EI MS m/z (relative intensity): 501 (M*). 200 (100). 

umm 9 1 (.m.^<r>it^mm^ 1252 <Djk^ti) 

7- {7 - h y )\/:tu ^=f-)V^>V:t^'^V — )V- 2 -N- 
[2, 4-fc:;^ - 6 - ;< 5^)1. - 3 - e U i^;!^] '\f^>T2.Y(D 

sail : 

:129-131t: 
IR (KBr) cm-': 3247. 1662. 1505. 1435, 

1337. 1128. 
'H-NMR (d«-DMSO) 6 : 

1.40 - 1.55 (4H. m), 1.60 - 1.71 (2H. m) . 1.80 - 1.89 (2H. m) . 
2.20 - 2.34 (2H. m) . 2.38 (3H, s). 2.40 (3H. s). 

2.44 (3H. s). 3.37 (2H. t. J = 7. 1 Hz). 6.84 (IH. s). 
7.49 (IH. t. J = 7. 8 Hz). 7.58 (IH. d. J = 7. 8 Hz). 

7. 88 (IH. d. J = 7. 8 Hz). 8. 78 (IH. br s). 
EI MS m/z (relative intensity): 529 (M*). 200 (100). 
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PCr/JP98/05149 



9 2 (^'Pit'^m^^ 1 2 5 3 (Dit^m 
8- (7 - h ^) y :A^}U^>'/:t=¥-^V—)l^- 2 -N- 

[2, - 6 3 - bTU ?ri?^>T^K<^ 

Silt : 

IM,^ : 1 1 5 - 1 1 6 *C 
•H-NMR (d6-DMSO) 6 : 

1.40 - 1.54 (6H. m). 1.56 - 1.72 (2H, m). 

1.85 (2H. quint. J = 7. 0 Hz). 2.18 - 2.36 (2H. m). 

2.40 (3H. s). 2.43 (3H. s). 2.46 (3H. s). 3.38 <2H. t, J = 7. 3 Hz). 

6.86 (IH. s). 7.51 (IH. t. J = 7. 5 Hz). 7.60 (IH. d. J = 7. 5 Hz).. 
7.90 (IH. d. J = 7. 5 Hz), 8.16 (IH. br s). 

EIMS m/z (relative intensity): 543 (MO. 200 (100). 

♦ 

5 - ( 5 - ■i^ a a - 7 - Vf U \^ )[^ - 4 - )U ^ > ^ — )\^ - 2 - 

^ )V^^) -N- [2. 4-t'7> (pt5")Uf^^) - 6 - 3 - tr u 

-2-^;u;^^i--4 - )vt:m^^x%mm 4 6 tm^\z 

: 1 5 5 - 1 5 6 r. 
'H-NMR (d.-DMSO) 6 : 

1.31 (6H, d. J = 7. 1 Hz), 1.72 - 1.85 (2H. m) . 1.85 - 1.98 (2H. m) . 

2.36 (3H. s). 2.39 (3H. s). 2.32 - 2.40 (2H. m) . 

2.43 (3H. s). 2.46 (3H. s). 3.22 (IH. sept. J = 7. 1 Hz). 
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3.31 - 3.42 (2H. m). 6.84 (IH. s). 7.13 (IH. s). 8.73 (IH. br s). 
EIMS m/z (relative intensity): 525 (M*:"C1). 523 (M*:'*C1). 200 (100). 



mmm 9 4 i^^coit^mm^ 1262 oit-^'- 

7 - (5-^nn-7-^v:/n\d)\^-4-:A^)U^>V7jr=¥-*i-V—)U-2- 
-1 }V=f-:t) -N- [2, 4-\i7. - 6 - >i - 3 - t! 'j 

2 - j^JUtJZr h^>'/^ =¥-^V-J\^<DRt> 0 iz 5 - ^ an - 7 - ^ 'JZfaifj]. 
gfi.^ : 1 2 9 - 1 3 1 r 

IR(KBr)cm-': 3413. 3241. 2964. 2924. 

1655, 1567. 1505. 1490. 

1435. 1149. 
'H-NMR (d.-DMSO) 6: 

1.31 (6H. d. J = 7. 1 Hz). 1.40 - 1.55 (4H. m). 1.56 - 1.70 (2H. m). 

1.83 (2H. quint. J = 7. 1 Hz). 2.30 (2H. t. J = 7. 1 Hz). 
2.38 (3H. s). 2.40 (3H. s). 2.41 (3H. s). 2.46 (3H. s). 
3.21 (IH. sept, J = 7. 1 Hz). 3.34 (2H. I. J = 7. 1 Hz). 

6.84 (IH. s). 7.14 (IH. s), 8.51 (IH. br s). 

EIMS m/z (relative intensity): 553 (M*:*'C1). 551 (M*:'*C1) . 

200 (100). 



^mm 9 5 m'poxt'^mm^ 1253 (Dit-^^) 
8 - (5-^PD-7--ryynt:;u-4-^5^;i/'^>^/^=\r-9-y-;u-2- 

-N- [2. 4-h:7. - 6 - ^ 5^ - 3 - tf U ->* ;P ] 

2 - ;^ )U t} y h ^ > V V — )\^ (D i^iD Ki b - i7 a a - 7 - -f V zTa 
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Ht^ : 1 2 8 - 1 3 1 -C 

IR(KBr)cm-': 3423. 3231. 2929. 1662, 

1504. 1489. 
'H-NMR (d.-DMSO) 6: 

1.32 (6H. d. J = 7. 0 Hz). 1.38 - 1.43 (4H. n). 

1.49 (2H. quint, J = 7. 2 Hz). 1.60 - 1.69 (2H. m) . 

1.84 (2H, quint. J = 7. 2 Hz). 2.23 - 2. 33 (2H. m). 2.40 (3H. s). 

2.42 (3H. s). 2.45 (3H. s). 2.47 (3H, s). 

3.23 (IH. sept. J = 7. 0 Hz). 3.35 (IH. I. J = 7. 2 Hz). 

6.86 (IH. s). 7.15 (IH, s). 8.78 (IH. br s). 
EIMS m/z (relative intensity): 567 (M*.-''C1). 565 (M*:»'C1). 

200 (100). 



mnm 9 a {^^(Dit-^^mn 126? oit-t^) 

2- ( 7 - h 'J :7;u:t D ^^;i/^> i/:t=*^-t>-y-;p- 2 ;p^^) -n- 

[2. 4-t*7. (X5^;U^5i-) - 6 - 3 - fcf U v'JP] T-feHTSK<D© 

m. : 

3- 757-2. 4-tf7. (^5";Uf^^) - 6 - U v'XOR*^ 0 f3 3 
_5^5y_2. 4-t'7. (X5^;i/^^) - 6 - ^ ^;H:: 'J V > ^ffl I^^THJig^^J 8 

mM. 1 8 2 - 1 8 3 

IR(KBr)cm-': 3435. 3244. 1663. 1508. 

1432. 1332. 
'H-NMR (CDCla) 5: 

1.16 (3H. I. J = 7. 4 Hz). 1.20 (3H. t. J = 7. 4 Hz). 2.42 (3H. s). 

2.81 (2H. q, J = 7. 4 Hz). 3.03 (2H, q. J = 7. 4 Hz). 4.14 (2H. s). 

6.63 (IH. s). 7.40 (IH. t. J = 7. 8 Hz). 7.52 (IH. d, J = 7. 8 Hz), 

7.68 (IH. d. J = 7. 8 Hz). 8.34 (IH. br s). 
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EIMS m/z (relative intensity): 487 (M*). 235 (100). 
TcM^^ : CaoHjoF SN3O2S 3<>: LT 

itWm : C. 49. 27; H. 4.13: N. 8.62: F. 11.69. 

: C. 49.41; H. 4.20; N. 8.62; F. 11.59. 

nmm 9 7 {^^(Dit-^m^m 2 6 9 (Dif^m) 

[2. A-\l7. (X^JU^^) - 6 - ^ju- 3 - tr 'J v'JU] y^>T^\^(Dm 

m. : 

M.^ : 148-150*0 

IR(KBr)cm-': 3439. 3256. 2975. 2929. 

1656, 1509, 1433. 1332. 
112 5. 

'H-NMR (d.-DMSO) 5 : 

1.23 (3H. t. J = 7. 3 Hz). 1.24 (3H. t. J = 7. 3 Hz). 

2. 04 - 2. 22 (2H. m). 2. 42 (3H. s). 

2.47 - 2.48 (2H. m) . 2.92 (2H. q. J = 7. 3 Hz). 

3.04 (2H. q. J = 7. 3 Hz). 3.42 - 3.51 (2H. m). 6.87 (IH. s). 

7.51 (IH. t. J = 7. 8 Hz) 7.59 (IH. d. J = 7. 8 Hz). 

7. 89 (IH. d. J = 7. 8 Hz). 8. 95 (IH. br s). 
E IMS m/z (relative intensity): 515 (M*). 227 (100). 

^mm 9 8 (m^^t-^^mn 1270 ofk^^j) 

5 - (7-hU7;i^7j-p;<5^;U^>y:t4^+)-y — ;U-2-<Jl^^^) -N- 
[2. 4 - fx (X5^;U^:t) - 6 - ^ )U - 3 - \^ \J i; )l] ^>^>75 1<<7) 

i^m. : 
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2 - pC }]^t! y ^/^^•t^y— ;K7)f^t> khz 2 - ^JUtl yh-7-h'J7JU 

jU.^ : 1 5 5 - 1 5 6 t: 
•H-NMR (d.-DMSO) 6 : 

1.20 - 1.30 (6H. m). 1.73 - 2.05 (4H. m). 2.30 - 2.41 (2H. m). 

2.42 (3H. s), 2.85 - 3.00 (2H. m) , 3.01 - 3.09 (2H. m). 

3.37 - 3.48 (2H. m). 6.88 (IH. s). 7.51 (IH. I. J = 7. 5 Hz). 

7.60 (IH. d. J = 7. 5 Hz). 7.90 (IH. d. J = 7. 5 Hz). 

8. 75 (IH. br s). 

EIMS m/z (relative intensity): 529 (M*). 227 (1 00). 

mmm 9 9 (^^(Dit'^i&amm 2 7 2 (Dit-^m) 

7- (7 - b y )l^a :A9-)l^>V:t=¥l)-V — )i^- 2 )l9-:t) -N- 
[2, 4-t*X - 6 - ;A 3 - e U vJU] ^:/^>7 5K<^ 

Slit : 

iU.^. : 1 2 7 - 1 2 8 r 

IR (KBr) cm-': 3448. 1659. 1506, 1336, 

1128, 1116. 
'H-NMR (de-DMSO) 5: 

1.24 (3H. I, J = 7. 3 Hz). 1.25 (3H. t. J = 7. 3 Hz). 

1.39 - 1.56 (4H. m). 1.56 - 1.72 (2H, m) . 1.78 - 1.91 (2H. m). 

2.19 - 2.33 (2H. m) . 2.42 (3H. s). 2.92 (2H, q, J = 7. 3 Hz). 

3.05 (2H. q, J = 7. 3 Hz). 3.37 (2H. t, J = 7. 2 Hz), 6.86 (IH. s). 

7.49 (IH. t, J = 7. 9 Hz). 7.58 (IH. d. J = 7. 9 Hz). 

7.88 (IH. d. J = 7. 9 Hz). 8.67 (IH. br s). 
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EIMS m/z (relative intensity): 557 (M*). 227 (100). 



1*. 



mmm i o o i^^cDit-^m^n 1273 (Dit-^m) 

8- ( 7 - h u 7;u^D j>^^;u^>y^j^^-!ty— 2 ;P5^:t) -N- 

[2. (X^;i.5^:t) - 6- p^5=-;P-3-t;'J>?;P]:ti7^>7'5H<D 

Slit : 

2->t;U;t7^h^>^/:t=^^-ti-l/-;KDf^*D0 1C2-p<;U*yh-7-hiJ:7;p 
il,^ : 9 9 - 1 0 0 t: 

IR(KBr)cm-': 3425, 3245. 2923. 1655. 

1509. 1433, 1332. 1125. 
'H-NMR (d6-DMSO) 5: 

1.26 (3H. I. J = 7. 3 Hz). 1.27 (3H. t. J = 7. 3 Hz). 

1.38 - 1,43 (4H, m). 1.49 (2H. quint. J = 7. 2 Hz). 

1.60 - 1.68 (2H. m). 1.85 (2H. quint. J = 7. 2 Hz). 

2.20 - 2.30 (2H. m). 2.43 (3H. s). 2.94 (2H. q. J = 7. 3 Hz). 

3. 06 (2H. q. J = 7. 3 Hz), 3. 38 (2H. t. J = 7. 2 Hz). 

6.88 (IH. s). 7.51 (IH. t. J = 7. 8 Hz). 7.60 (IH. d. J = 7. 8 Hz). 

7.90 (IH. d. J = 7. 8 Hz). 8.73 (IH. br s). 
EIMS m/z (relative intensity): 571 (M*). 227 (100). 

m^^m 1 0 1 {^^{t'^^^^ 1 2 7 4 (Dif^m) 

9 - (7-Hij7;i'3j-opt5^JU'^;>y^r^iity — JU-2-<;P^7j-) -N- 

[2. 4 - fx (x5";i/^^) - 6- ^^;p-3-tr'j-:/;i.] y ± >t ^ \^ (Dm. 

it : 

2 - ;^ )V t} y \^ ^ > ^ V - )V (D RiD y) \Z 2 - ^)Vtiy h - 7 - h U y )V 
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gt.d^ : 1 1 5 - 1 1 6 r 
'H-NMR (d«-DMSO) 6: 

1.26 (3H, t. J = 7. 2 Hz), 1.27 (3H. t. J = 7. 2 Hz). 

1.31 - 1.55 (8H, m), 1.57 - 1.69 (2H. m) . 

1.84 (2H. quint. J = 6. 9 Hz). 2.18 - 2.34 (2H. m). 

2.43 (3H. s). 2.94 (2H. q. J = 7. 2 Hz). 3. 06 (2H. q. J = 7. 2 Hz). 

3. 37 (2H. t. I = 7. 3 Hz), 6. 88 (IH. s), 7. 51 (IH. t. J = 8. 4 Hz). 

7.61 (IH. d, J = 8. 4 Hz), 7.90 (IH. d. J = 8. 4 Hz). 

8. 73 (IH. br s). 
EI MS m/z (relative intensity): 585 (M*). 227 (100). 



mmm i o 2 (^^wfb^«^#^ 1279 (oit-^m) 
4 - (5-i7no-7--ry>^pt:;p-4-p<^;i/'<>^/^*i^-v-Ju-2- 

-r;^5^5^) -n- [2, 4-f7. - 6 - 3 - tr u v'-ju] 

: 1 2 2 - 1 2 3 r. 

IR(KBr)cm-': 3258. 1665. 1502. 1145. 

'H-NMR (d.-DMSO) d : 

1.23 (3H. t. I = 7. 3 Hz). 1.24 (3H. t, J = 7. 3 Hz), 

I. 31 (6H, d. J = 6. 8 Hz). 2. 15 (2H. t. J- = 7. 0 Hz), 2. 42 (3H, s). 

2.46 (3H. s). 2.47 - 2.50 (2H. m) . 2.92 (2H. q. J = 7. 3 Hz), 

3.04 (2H. q. J = 7. 3 Hz). 3.22 (IH. sept. J = 6. 8 Hz). 

3.43 (2H. t. J = 7. 0 Hz). 6.87 (IH. s). 7. 14(1H. s). 

8. 83 (IH. br s). 

EI MS m/z (relative intensity): 559 (M':"Cl). 557 (M*:''Cl). 

227 (100). 
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mmm 103 i^^^t-tf^^n 1 2 s 0 (oit-^m 

5 - (5-^nD-7-'ry:/otr;u-4 - pt5^;P'^> Vrt^^^-y-V— ;u- 2 - 

-N- [2. 4-t'X (X5"Jl.^:t) - 6 - 5^ - 3 - tT U >^ 

2 - :/ h ^ > v^:*-=^^-t)-y— ;K^f^*3 0 5 -{7.uu- 7 --f y 
-2-pt;i'*yh-4 - ^'^)v^>v^^'^V'-)v^m^^xnmm 5 s i:iRi«iic 

: 1 4 1 - 1 4 2 x: 

'H-NMR (d6-DMSO) 6: 

1. 25(3H. t. J = 7. 4 Hz). 1. 26 (3H. t. J = 7. 4 Hz). 

1.32 (6H. d. J = 6. 9 Hz). 1.75 - 1.86 (2H. m). 

1.87 - 2.00 (2H. m). 2.30 - 2.40 (2H. m). 2.43 (3H. s). 

2.45 - 2.52 (3H. s). 2.92 (2H. q. J = 7. 4 Hz). 

3.04 (2H. q. J = 7. 4 Hz). 3.23 (IH. sept. J = 6. 9 Hz). 

3.33 - 3.43 (2H. m). 6.88 (IH, s). 7.15 (IH. s). 8.82 (IH. br s). 
EI MS m/ z (relative intensity): 553 (M*:"C1). 551 (M*:'*C1). 

227 (100). 

mm.m 1 0 4 {^^(Di\L'^(l^^m^ i 2 s 2 <Dit^m) 

7 - (5 - ^ uu- 7 - <yypt!;i'-4-;<5^;i/'^>y:t-^u-y— ;u- 2 - 
-i -N- [2. 4-t*7. (x^;u^^) - 6-^^;u-3-tr'j>?;p] 

2 - ^ )Vts-Z^ V- ^ >y^^-+i-y— ;KDf^t) 0{c5-i7aD-7-<y7'Dtr;i. 

: 117-120^:. 
IR (KBr) cm"': 3320. 1668. 1506, 1482. 

115 0. 
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'H-NMR (d«-DMSO) 6: 

1.24 (3H. t. J = 7. 3 Hz). 1.25 (3H. t. J = 7. 3 Hz). 

1.31 (6H. d. J = 6. 8 Hz). 1.39 - 1.57 (4H. m). 1.57 - L7I (2H. m). 

1.77 - 1.89 (2H. m). 2.19 - 2.30 (2H. n). 2.42 (3H. s). 

2.46 (3H. s). 2.92 (2H. q. J = 7. 3 Hz). 3.05 (2H. q. J = 7. 3 Hz). 

3.21 (IH. sept. J = 6. 8 Hz). 3.33 (2H. t. J - 7.2 Hz). 

6.86 (IH. s). 7.13 (IH. s). 8.66 (IH. br s). 
EI MS m/z (relative intensity): 581 (M*:^'CI). 579 (M*:''C1). 

227 (100). 



HSfe^^l 1 0 5 (m'pcDit^^S^ I 2 S 3 (Diti 

8 - (5-:J7DO-7-'fV:/Ptr;i/-4-pC5';U/^s>y:t*-y-y->'l'-2- 

_N_ [2. 4-t:X (X^;U^;f) - 6 - - 3 - t! U v'JH 

m.^ 8 2 - 8 4x: 

IR(KBr)cm-': 3435. 3259, 2929, 1655. 

1504, 1490. 
•H-NMR (d.-DMSO) 5: 

1.26 (3H. t. J = 7. 3 Hz). 1.27 (3H. t. J = 7. 3 Hz). 

1.32 (6H, d, J = 6. 8 Hz). 1.39 - 1.43 (4H. m) . 

1.49 (2H. quint. J = 7. 2 Hz), 1.60 - 1.68 (2H. m) . 

1.84 (2H. quint. J = 7. 2. Hz). 2.22 - 2.32 (2H. m) . 2.43 (3H. s). 

2.47 (3H. s). 2.94 (2H. q. J = 7. 3 Hz). 3.06 (2H. q. J = T. 3 Hz). 

3.22 (IH. sept. J = 6. 8 Hz). 3.35 (2H. t. J = 7. 2 Hz). 

6.88 (IH. s). 7.15 (IH. s). 8.73 (IH. br s). 
EI MS m/z (relative intensity): 595 (M*:=''C1). 593 (M*:'*C1). 
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227 (100). 



mmm i o e (^'pit'^^m^ i 2 s 4 (oit-^m 

9 - (5-i^on-7-'ry:/Dt:;i.-4 - ^ > y^^^+h V — ;u - 2 - 
■i*;P5^3r) -N- [2. (x^;p5^:r) - e - 3 - tr g 

2 - ^ h >r/:r=*^-!t V— ;KDRt) 0{c5-^'DD-7--rv:/otr;u 
-2-^ju;^yh-4-^ 5^;^^> y:t4^-y-y-;u$rffi t^^THiS^sj 2 8 <h|5l<^»C 

: 9 3 - 9 4 t; 
'H-NMR (d.-DMSO) 6: 

1.27 (3H. t, J = 7. 3 Hz). 1.28 (3H. I. J = 7. 3 Hz). 

1.32 (6H. d. J = 7. 0 Hz). 1.29 - 1.55 (8H, m). 

1.56 - 1.69 (2H. m). 1.83 (2H. quint. J = 6. 9 Hz). 

2. 07 - 2. 17 (2H. n). 2. 43 (3H. s). 

2.45 - 2.49 (3H, m) . 2.94 (2H. q. J = 7. 3 Hz). 

3.07 (2H. q. J = 7. 3 Hz). 3.22 (IH. sept. J = 7. 0 Hz). 

3.34 (2H. I. J = 7. 3 Hz). 6.88 (IH, s). 7.15 (IH. s). 

8. 73 (IH. br s). 

EI MS m/ z (relative intensity): 609 (M^:''C 1). 607 (M*:''C1). 

229 (100). 

mt&m 10 7 (^^(Dif^i^^n 1237 (oif^m) 

2- ( 7 - h u y;u^o>5'ji,^>y;f 4^-y-y-;u- 2 --r;P5^:t) -n- 
[2. 4-f7> (-rvyptfju^it) - 6- ^5^;u-3-t:'jv;u] 7-tzhy5 

2-yn^:-N- [2. 4-fX (p4^;P5^xf) - 6 - ^ ;P - 3 - tf 'J i; 
;U] 7-feh7'5K(Df^t50{C2-yD^:-N- [2, 4-t*7. (-ry7Ptf;U5^ 
^) - 6 - 3 - e 'J 7-t K 7 5 K ^ffl l^THjSS^J 8 9 tlp|«{CR 
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m.^ : 1 2 1 - 1 2 2 1: 

I R (K B r ) c m-' : 3 4 2 6, 3 2 1 0. 2 9 6 7. 1 6 5 5. 



'H-NMR (CD C 1 3) <5 : 

1.17 (6H. d. J = 6. 8 Hz). 1.19 (6H. d. J = a..8 Hz). 2.42 (3H. s). 

3.39 (IH. sept. J = 6. 8 Hz). 3.90 (IH. sept. J = 6. 8 Hz). 

4.13 (2H. s). 6.68 (IH, s). 7.41 (IB. t. J = 7. 9 Hz). 

7.52 (IH. d. J = 7. 9 Hz). 7.80 (IH. d. J = 7. 9 Hz). 

8. 30 (IH. br s). 
EI MS m/z (relative intensity): 515 (M*). 181 (100). 
Ttm^^ : C 2«H 24 F »N 3O 2 S 3 <h LT 

: C. 51.25: H. 4.69: N. 8.15; F. 11.05. 
: C. 51.28: H. 4.73: N. 8.07: F. 11.02. 

mtl&mi0 8 (^4'C^>{t-&#J#^ 1 2 8 9 <7){t^<^) 

4_ (7 - \. I) y jlTira >^^)U^>V:ir^'&V-)\^- 2 - ^ Jl^-^t) -N- 

[2. 4-\^7. (< V :rD e;u^:t) - 6 - 3 - t: u >^;i/] rf^yy^ 

2 - :^ )V tl h ^ y ^ ^"^i- V ~ )V <D RiD ^ \Z 2 - }m y V - 7 - h ^} y )V 

: 1 3 5 - 1 3 6 t: 
IR(KBr)cm-': 3446. 3255. 2968, 1660, 



1 5 0 7, 



14 3 1. 



1 3 2 9. 



1 5 5 9. 



15 3 1. 



1 5 0 4. 



14 9 1. 



1 4 3 3. 



113 9. 



'H-NMR 



(d 6- DM S O) 



6 



1. 27 (6H. d. J = 6. 8 Hz). 1. 29 (6H. d. J 



6. 8 Hz), 



2. 13 - 2. 21 (2H, m), 2. 42 (3H. s). 
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2.47 - 2.50 (2H. m). 3.44 - 3.50 (2H. m). 

3.55 (IH. sept. J = 6. 8 Hz). 3.88 (IH. sept. J = 6. 8 Hz). 

6.92 (IH. s). 7.51 (IH. t. J = 7. 8 Hz). 7.59 (IH. d. J = 7. 8 Hz). 
7.88 (IH. d. J = 7. 8 Hz). 8.91 (IH. br s). 

EI MS m/z (relative intensity): 543 (M*). 207 (100). 

mmm i o 9 (^^pcDit^mmn 1290 <r>it^m 

5 - (7-hU7;u^a^^;u^>'/:^-^-ti-y — ;i/-2--r;P^:t) -N- 
[2. 4-b*x 'jyu\f.)v^^) - 6 - 3 - t: 'J ^>-^>t 

Sa,-^ : 1 1 8 - 1 2 0 

IR(KBr) cm-': 3208, 3163. 1663. 1506. 

1431. 1328. 1139. 
'H-NMR (d6-DMSO) 5: 

1.27 (6H. d. J = 6. 8 Hz). 1.30 (6H. d. J = 6. 8 Hz). 

1.73 - 1.87 (2H. m). 1.87 - 2.01 (2H. m). 2.23 - 2.38 (2H. m). 

2.41 (3H, s). 3.41 (2H. t. J = 7. 0 Hz). 3.54 (IH. sept, J = 6. 8 Hz). 

3.88 (IH. sept. J = 6. 8 Hz). 6.91 (IH. s). 7.49 (IH. t. J = 7. 9 Hz). 

7.58 (IH. d. J = 7. 9 Hz). 7.88 (IH. d. J = 7. 9 Hz). 

8. 67 (IH. br s). 
E I MS m/z (relative intensity): 557 (M*). 221 (100). 

%mm 1 1 0 im.^(r>it'^^^^ 1291 (Dit^^m) 

[2, 4-t*7. (<yyDtf;i^f^^) - 6- ^^;u-3-t:'Jv;i/] ^ + -tf>7 
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Mj^ : 1 0 2 - 1 0 3 t: 

IR (KBr) cm": 3136. 1648, 1507, 1431, 

1332, 1129. 
'H-NMR (de-DMSO) 6 : 

1.28 (6H. d. J = 6. 8 Hz). 1.31 (6H. d, J = 6. 8 Hz). 
1.49 - 1.76 (4H. m). 1.77 - 1.94 (ZH. n). 

2.19 - 2.32 (2H. m). 2.42 (3H. s). 3.38 (2H. t. J = 7. 3 Hz). 
3.55 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 
6.91 (IH. s). 7.49 (IH. t. J = 7. 8 Hz). 7.58 (IH. d. J = 7. 8 Hz). 
7.87 (IH. d. J = 7. 8 Hz). 8.62 (IH. br s). 
EI MS m/z (relative intensity): 571 (M*). 235 (100). 

^mm 1 1 1 (^4'oft-&ti#^ 1 2 9 2 <Di\L^m) 
[2. 4-t*x (-f V :/n e;u5^^) - 6 - / - 3 - e u -:^;u3 ^zf^^r 

5 K (73 suit : 

: 7 6 - 7 8 r 

IR(KBr)cm-': 3423. 3268. 2931. 1660. 

1506. 1433. 1334. 
'H-NMR (d.-DMSO) 6: 

1.29 (6H. d. J = 6. 8 Hz). 1.31 (6H. d. J = 6. 8 Hz). 
1. 43 - 1. 54 (4H. m). 1. 61 - 1. 69 (2H. m) . 

1. 86 (2H. quint. J = 7. 2 Hz). 2. 18 - 2. 32 (2H. m). 2. 43 (3H. s). 
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3.39 (2H. t. J = 7. 2 Hz). 3.56 (IH. sept. J = 6. 8 Hz). 
3.90 (IH. sept. J = 6. 8 Hz). 6.93 (IH. s). 
7. 51 (IH. dd. J = 8. I. 7. 8 Hz). 7. 60 (IH. d. J = 7. 8 Hz). 

7.90 (IH. d. J = 8. I Hz). 8.68 (IH. br s). 

EI MS m/z (relative intensity): 585 (M*). 249 (100). 

I^JS«»J 1 1 2 (^EfJtD^b^^S^ 1 2 9 3 <D{t^«5) 

8- ( 7 - h 'J 7;u;^op^5';u^> 2 --r ;U5^;^-) -n- 
[2. (< y y □ tr;i/^^) - 6 - ^ 5^)w- 3 - e u v?;u] -^^^^7 

2-^;u:^rh^>\/jf^^itV-;K^f^t?0{c2-^;i':^yh-7-hU>';i/ 

IR(Cap)cm-': 3246, 2964. 2930, 1664, 

1559. 1506. 1432. 
'H-NMR (de-DMSO) 6: 

1.28 (6H. d. J = 6. 8 Hz). 1.30 (6H. d. J = 6. 8 Hz). 

1.32 - 1.50 (6H. m). 1.56 - 1. 66 (2H. m). 

1.83 (2H. quint. J = 7. 1 Hz). 2.17 - 2.27 (2H. m) . 

2. 42 (3H. s). 3. 36 (2H. t. J = 7. I Hz). 

3.55 (IH. sept. J = 6. 8 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 

6.91 (IH. s). 7.50 (IH. t. J = 7. 8 Hz), 7.59 (IH. d. J = 7. 8 Hz). 
7. 88 (IH. d. J = 7. 8 Hz). 8. 65 (IH. br s). 

EI MS m/ z (relative intensity): 599 (M*). 263 (100). 



1 1 3 (^'4'<7)<k^%#^ 1 2 9 A<r>{\L^m) 

9 - (7-hU7;U^Op<5^;i//^>y^r\^i^-y-;U-2-<;U5^^) -N- 

[2. 4 -fx (-fyyoe^u^^) - 6 - ^ ^ju- 3 - tf u ->-ju] yi->75 

HO Slit : 
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2 - ^ y h ^ > V ^ =^-*)- V- )i^(Drzt> t) \z2 - ^oi'tj y h - 7 - h *J y Jl 
m.^ : 9 7 - 9 8 1: 

IR(KBr)cm-': 3446, 3266. 2928. 1661. 

1560, 1506. 1335. 1127. 
'H-NMR (d«-DMSO) 6 : 

1.28 (6H. d. J = 6. 6 Hz). 1.30 (6H. d. J = 6. 8 Hz). 

1.28 - 1.51 (8H. n). 1.55 - 1.64 (2H. m) . 

1.83 (2H. quint. J = 7. 3 Hz). 2.20 - 2.30 (2H. m). 

2. 42 (3H. s). 3. 36 (2H. t. J = 7. 3 Hz). 

3.55 (IH. sept. J = 6. 6 Hz). 3.89 (IH. sept. J = 6. 8 Hz). 
6.91 (IH. s). 7.50 (IH. t. J = 7. 8 Hz). 7.59 (IH. d. I = 7. 8 Hz). 
7.89 (IH. d. J = 7. 8 Hz). 8.71 (IH. br s). 
EIMS m/ z (relative intensity): 613 (M*). 277 (100). 



mmm i i 4 i^^xoit-^^mn 1299 (Dit-^i^i) 

4_ (5_/7ao-7-'fy:/ntr;U-4-pC5^;U'<>yj*- + -t}-y-;i/-2- 

^ )^,^^) _N_ [2, 4-f7« (-ryyah:;u^:^) - 6- pt^jp-3-tr'j 
v;u] y^ >T s \^<Dm.m. : 

2 - :A )l ti zf h ^ > V ^ ^-^i- — Ji^(ORi:> K> iZ 5 - i7 u a - 2 - ;^ ti zT \- - 

: 1 4 1 - 1 4 3 
'H-NMR (d.-DMSO) 5: 

1.27 (6H, d. J = 6. 8 Hz). 1.29 (6H, d. J = 6. 8 Hz). 

1.31 (6H. d. J = 6. 8 Hz). 2.03 - 2.21 (2H. m) . 2.42 (3H. s), 

2.43 - 2.50 (5H. m) . 3.22 (IH. sept. J = 6. 8 Hz). 

3.38 - 3.48 (2H. m). 3.55 (IH. sept. J = 6. 8 Hz). 
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3.88 (IH. sept. J = 6. 8 Hz). 6.92 (IH. s). 7.14 (IH. s). 
8. 87 (IH. br s). 

EI MS m/z (relative intensity): 567 (M*:"C1). 565 (M*:'*C1). 

207 (100). 

mmm i i 5 {^^^<r>it'&tm^^ 1300 (Dit-^m) 

5 - (5 - ^ ua- 7 - < y:/ot:;u-4 - ;<^)U^>V:t=¥V-v — )U- 2 - 

-N- [2. 4-\i7. (-r y y □ t!;i'5^:t) - 6 - - 3 - hf U 

-2-^;w;^7:rh-4 - pc^;u^>y:^^-9-^/-;u^lBViTil56«f»J 7 o ti^^tc 

iSS^iS : 1 4 3 - 1 4 sr. 
'H-NMR (d.-DMSO) 6 : 

1.27 (6H. d. J = 6. 8 Hz). 1.29 (6H. d. J = 6. 8 Hz). 

1.31 (6H. d. J = 6. 8 Hz). 1.73 - 1.85 (2H. m). 1. 85 - 1.98 (2H. m) . 

2. 25 - 2. 37 (2H. m) . 2. 41 (3H. s). 

2.43 - 2.50 (3H. s). 3.21 (IH. sept. J = 6. 8 Hz). 

3.37 (2H. I. J = 7. 2 Hz). 3.54 (IH, sept. J = 6. 8 Hz). 

3.88 (IH. sept. J = 6. 8 Hz). 6.92 (IH. s). 7. U (IH. s). 

8. 76 (IH. br s). 
EI MS m/z (relative intensity): 581 (M*:'^C1). 

579 (M* : '*C1. 100). 

nmm i i e <.m:^(Dit^mm^ i 3 o i o^it^^m 

6 - ( 5 - ^ OD - 7 - -r yyo e;i/-4 - ^^;u^>y^^-!ty — ;u- 2 - 
■1)1^^) -N - [2. 4- fx (-ryyotfjuf^^t) - 6-^5^;u-3-eu 
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Sl^ 9 9 - 1 0 1 r 

IR(KBr)cm-': 3413. 3224. 2964, 1663. 

1506, 1148. 
'H-NMR (de-DMSO) 5: 

1.29 (6H, d. J = 6. 8 Hz). 1.32 (12H. d. J = 6. 8 Hz). 

1, 54 - 1. 62 (2H. m). 1.70 (2H. quint. J = 7. 1 Hz). 

1.87 (2H. quint. J = 7. 1 Hz). 2.22 - 2.33 (2H. m). 2.43 (3H. s). 

2.48 (3H. s). 3.23 (IH. sept. J = 6. 8 Hz). 3.36 (2H. t, J = 7. 1 Hz). 

3.57 (IH. sept. J = 6. 8 Hz). 3.90 (IH. sept. J = 6. 8 Hz). 

6.93 (IH. s). 7.15 (IH. s). 8.72 (IH. br s). 
EI MS m/z (relative intensity): 595 (M*:»'C1). 593 (M*:»'C1). 

518 (100). 

^mm 1 1 7 m^oxt-^^m^ 1302 oft^ti) 
7_ (5_^Da-7-'fy:/pfcf;u-4-^f^;U'^>V5}-^^-»?-^/-;u-2- 

-N- [2. 4-f;^ (< v:/p k:;u^:i-) - 6 - 3 - e^J 

'xy^ >7i KOSJit : 
2 - ^ )\^ ^ y h ^ > V ^ V - }\^ <^ Rt:> 0 \z 5 - ■i7 a n - 7 - ^ vzf a \d Jl 

-4->i^;u-2-;*;u*^ h ^ > V ^ ^-^i- V - ^ ^ mm.m 7 1 tmm\z 

M;^ : 9 1 - 9 3 r 

IR(KBr)cm-': 3436. 3213. 3169. 2962, 

2929. 1666. 1505, 1152. 
'H-NMR (d6-DMSO) d : 

1.29 (6H, d, J = 6. 8 Hz). 1.31 (6H. d, J = 6. 8 Hz). 

1.31 (6H. d. J = 6. 8 Hz). 1. 40 - 1.52 (4H. m) . 1.60 - 1.68 (2H. m). 

1.85 (2H. quint. J = 7. 1 Hz). 2.17 - 2.32 (2H. m) . 2.43 (3H. s). 
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2.47 (3H. s). 3.22 (IH. sept. J = 6. 8 Hz). 3.35 (2H. t. J = 7. I Hz). 
3.56 (IH. sept. J = 6. 8 Hz). 3.90 (IH, sept. J = 6. 8 Hz). 
6.93 (IH. s). 7.15 (IH. s). 8.67 (IH. br s). 
EI MS m/z (relative intensity): 609 (M*:''Cl). 607 (M*;'*CI). 

532 (100). 

^mm 1 1 8 (^'^(oit'tm^n 1303 (Dit^m 

8 - (5-i7on-7-'fy:/Dtr;p-4-pC5^;u^>y:t^-9-y — ;u-2- 
^ -N- [2, ('ryyotf;!/^:^) - 6->t5^;U-3-tfU 

2 - :^ )Vtj y V ^ >y^^-tJ- V — ;K7)ft*:) \z Z - uu - 1 - ^ V ^ d e ;i/ 

IR(Cap)cm-': 3242, 2964. 2928. 1668. 

1559. 1506. 1148. 
'H-NMR (de-DMSO) 5: 

1.28 (6H. d. J = 6. 6 Hz). 1.31 (12H. d. J = 6. 8 Hz). 

1.32 - 1.50 (6H. m). 1.57 - 1. 67 (2H. m). 

1.82 (2H. quint. J = 7. 1 Hz). 2.17 - 2.27 (2H. m) , 

2.42 (3H, s). 2.46 (3H. s). 3.21 (IH. sept. J = 6. 8 Hz). 

3.33 (2H. t. J = 7. 1 Hz). 3.55 (IH. sept. J = 6. 6 Hz). 
3.89 (IH. sept. J = 6. 8 Hz). 6.91 (IH. s). 

7. 14 (IH. s). 8. 65 (IH. br s). 
EI MS m/ z (relative intensity): 623 (M*:'"C1). 621 (M*:^'Cl) 

546 (100). 

^m.m 1 1 9 i^^<Di\L^<^^^ i 3 o 4 (nit-^m) 

9 - { ^ - u u - 7 - ^ V y u \± }l - A - ^ )V ^ > V it - )V - 2 - 
< ;W^:t) -N- [2. 4-t*7. ( -f V □ e ;U 5^ :t ) - 6 - ^ ^ - 3 - U 
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IR(Cap)cm-': 3249. 2961, 2926. 1667. 

1563, 1505. 
'H-NMR (d6-DMSO) 8 : 

1.28 (6H. d. J = 6. 8 Hz). 1.30 (12H. d. J = 7. 1 Hz). 

1.28 - 1.50 (8H. m). 1.55 - 1.65 (2H. n). 

1.81 (2H. quint. J = 7. 1 Hz). 2.17 - 2.27 (2H. n). 

2.41 (3H. s). 2.46 (3H. s). 3.21 (IH. sept. J = 7. I Hz). 
3.32 (2H. t. I = 7. 1 Hz). 3.54 (IH. sept. J = 6. 8 Hz). 
3.89 (IH. sept. J = 7. 1 Hz). 6.91 (IH. s). 
7. 14 (IH. s). 8. 65 (IH. br s). 
EI MS m/z (relative intensity): 637 (M*:»'C1). 635 (M*:'*C1) , 

560 (100). 

mmm i 2 0 i^^axf^^^^ 1 3 1 ? ffnf^^) 

2- (7 -^^S'>x;^:^^-;^^>^/^^t^^/-)^- 2 --f ;u^::*-) -n- [2. 

4-t:;^ (X^;P5^:t) - 6 - 3 - 'J v;H T-t h 7 5 K Ogiit : 

M}^ : 1 5 9 - 1 6 2 r 

IR(KBr)cm-': 3449. 3271. 2966. 2 9-28. 

1678. 1508. 1315. 1118. 
'H-NMR (CDCI3) 6 : 

1.14 (3H. t. J = 7. 3 Hz). 1.20 (3H, t. J = 7. 3 Hz). 2.43 (3H. s). 

2.82 (2H. q. J = 7. 3 Hz). 3.01 (2H. q. J = 7. 3 Hz). 3.27 (2H. s), 
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4.15 (2H. s). 6.63 (IH. s), 7.49 (IH. t. J = 7. 9 Hz). 
7.83 (IH. dd. J = 7. 9 . 1.2 Hz). 7.90 (IH. dd. J = 7. 9 . 1.2 Hz). 
8. 17 (IH. br s). 
E IMS m/z (relative intensity): 497 (M*). 311 (100). 
Ttm^m : C 2oH23N»04 S 4<i: LT 

: C. 48.27; H. 4.66: N. 8.44: S. 25.77.. 
: C. 48.36: H. 4.66: N. 8.31; S. 25.76. 



mmm 1 2 1 (^'p<Dit'^^m^ 1327 o^if^ 

2- ( 7 - ^ >A;PAt^-;i'^> V5*-=^-9-v-;p- 2 --r ;p^:t) -n- [2, 
4-fcf;^ (< y :/o t:;i/5^^) - 6 - - 3 - tr u v'ju] y-trhzsKoD®! 
it : 

7t^ :^ )v ^ > ^ V - ^ m i^^x mmm 7 a ti^^ifcsis • ^asL, eag^t^ 

IR(KBr)cm-': 3435, 3337. 2965. 2926, 

1695. 1506, 1424, 1319, 
1117. 

'H-NMR (CDCI3) 5: 

1.16 (6H. d. J = 6. 8 Hz). 1.21 (6H. d. J = 6. 8 Hz). 2.42 (3H. s). 

3.26 (3H. s). 3.40 (IH. sept. J = 6. 8 Hz). 

3.90 (IH. sept. I = 6. 8 Hz). 4.15 (2H. s). 6.68 (IH. s). 

7.49 (IH, t. J = 7. 9 Hz). 7.83 (IH. dd. J = 7. 9 . 1.0 Hz). 

7.90 (IH. dd. J = 7. 9 . 1.0 Hz). 8.11 (IH. br s). 
EI MS m/ z (relative intensity): 525 (M*). 339 (100). 

■mm.m 1 2 2 (.n^it-^mm^ 1341 (Dif^^) 

6- (^>V:t^-^V-)V- 2 - ^ -N- ( 4 - ^ 2 - ^ 

- 5 - fcf U v;P) ^^-9- >7 5 K <7)Siit : 
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•r h ^) ^ h=\^->h' (436 mg. 5. 9 mmol) :^ ^ ^ — (8 ml) \Z, 

>jC?&TT2-i7aD-4-^^;i'-5-— hDtrUv^> (2. Og. 10. 4 mmol) <D 
(8 ml) *JiSTL. ^Slc#aLTl 5B#PbTJ«J^^, BLl^^^U^m 
{CtK^JPA, B^S?x^;i'Tttai L/C. ^«M^7K, ia*n^t&7KTKM;^^!feT^ L . 

•tf> J; OfU^S 4 - 2 - 5 -X h O t: ij v> 1.02 g 

(iR^ 98 X) LT#fc. 

Z: — h P e U V > (497 mg. 2. 7 mmol) €:B^S? (15 ml) tWOkf^ (0. 5 ml) 

<Z)il^^«Efc!B® L . iJkJ^TTffiia (2.12 g. 32. 4 mmol) S: fi r t:? SO ^ ^c. 

1:1) TitSibT, 5 - 7 5 y - 4 - ^ 2 - U v?> 352 ,mg 

(IR^ 85 X) t LT#fc. 

3-T5y-2. 4-f7. (pC^;P^^) - 6 -^5^;i'bf 'J ->*>W^^tD 0 IC 5 
-TSy-4-;»^5^;U-2-pt5^;U^^fcr'J >€:fflt^Tlli6^J 1 8 <i:l^^{CS 

1 2 5 - 1 2 7 *C 

IR(KBr)cm-': 3433. 3284. 2930. 1654. 

1 5 9 8. 

•H-NMR (CDC13) 6 : 

1.61 (2H. quint. J = 7. 4 Hz). 1.83 (2H. quint. J = 7. 4 Hz). 
1.92 (2H. quint, J = 7. 4 Hz), 2.19 (3H, s), 

2.43 (2H, I, J = 7. 4 Hz), 2.54 (3H. s). 3.33 (2H. I. J = 7. 4 Hz). 
6.92 (IH, br s). 7.03 (IH. s). 7.24 (IH, td. J = 7. 7 . 1.7 Hz). 
7.28 (IH. td. J = 7. 7 . 1.7 Hz), 7.43 (IH, dd, J = 7. 7 , 1.7 Hz). 
7.57 (IH, dd. J = 7. 7 . 1.7 Hz). 8.57 (IH. s). 
EI MS mX z (relative intensity): 401 (M*). 69 (1 00). 
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nmm i 2 3 im^it-ti^^jmn 1371 <Dit^^) 
6- (^>v^^D-'y—)i- 2 -N- ( 5 - - 2 - e 

igfiS^ (50 ol) ^jlKi^L, m^L7'«c;6^e> 3 0 9^ia^fb7K^7K (25 ml) $}iSlT 
Lfc. m ^ igt^ 2 - 7 5. y - 5 - i7 a a \d V > (5. O g. 38. 9 mmol) <^Sflfi^ 

(50 ml) iSSE^flST L^ST 4 Sf^rumWLtz, SJS?K *3}C * 3)P ;1 . Wtt5<^S: 
iSIRL, ^ e>n7t:^?iS:XiS' y — ;i/ J; 0 SSSa 5 - o D - 2 - " h o U 

>'> 4.38 g (iR^ 71 %)^m^n^^tLx^^rz. 

i- b 'J O A'^^t- h \^ (1.02 g. 13. 9 mmol) (Z);^ 3^ y — JUigSE (20 ml) 
\Z. 5}c?^TT5-i'OD-2--hotrUv'>> (2. Og. 12. 6 mmol) O^^y 
(40 ml) $?iSTL, ^® LT 1 3 B#PBim*^m, JS 1?^ ^ 4^ 7j< i£ 

niSB^L. 5-^5^;i^5^:*--2-XhOtr>Ji?> 972 mg (iR^ 45 X) ^mtz. 
c:oxhntf'Jv> (300 mg. I. 8 mmol) • ^g^S? (7 ml) iimiM.m. (0.5 ml) 

(^u-^mm^z^mL. ^nci^T-cata (592 mg. 10. e mmoo i:(i^m-r'z>m?Lrc, 

7K-^|iiS:;^i5fe?^ aS? :^ h 'J '^7 A . @ £ L T# 6. n/:: m^fiX #i ^ . 

->U:^y;u*7A^D-=rhi^77^ - (MM®«t :^=^-t>->:@^S?xf^;u = i: 
l-*^OD;t:;UA:pC^y— ;U = 20 :1) TitSiLT. 2-T5y-5-p<5^;U9^ 
:t tr 'J 158 mg (iR^ 64 «) «fe H 5l? S <h LX^fz, 

ISi.^ : 8 3 - 8 5 r 

IR(KBr)cm-': 3246. 2930, 1684, 1576. 

1 5 2 2. 
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- NM R (C D C 1 3 ) (5 : 

1.59 (2H. quint. J = 7. 4 Hz). 1.81 (2H. quint. J = 7. 4 Hz). 

1.90 (2H, quint, J = 7. 4 Hz). 2.42 (2H. t. J = 7. 4 Hz). 

2. 48 (3H. s). 3. 32 (2H. t. J = 7. 4 Hz). 

7.23 (IH. td. J = 7. 4 . 1.4 Hz). 7.28 (IH. td. J = 7. 4 . 1.4 Hz). 

7.43 (IH. dd. J = 7. 4 . 1.4 Hz). 7.59 (IH. dd, J = 7. 4 . 1.4 Hz). 

7.64 (IH, dd. J = 8. 6 . 2.5 Hz). 7.82 (IH. br s). 

8. 15 (IH. d. J = 8. 6 Hz). 8. 18 (IH. d. J = 2. 5 Hz). 
EI MS m/ z (relative intensity): 387 (M*. 100). 



^mm 1 2 4 {^^^t'^mm^ 1401 a^^t-^ 

6- 2 )V^^) -N- t2. 4. 6 - h 'J 7> (^ 

4. 6->'tHo4^S^-2-pC5^;i'tfU5v?>Wf^*30{C4, G-i^tK 

^M, : 1 4 9 - 1 5 at: 

I R (K B r ) c m-' : 3 4 4 8. 3 2 4 7. 2 9 2 6. 1 6 6 7. 

1 4 9 6. 

'H-NMR (CDC13) <5: 

1.46 - 1.62 (2H. m). 1.63 - 1.76 (2H, m). 1.77 - 1.91 (2H. m). 
2.20 - 2.36 (2H. m). 2.46 (9H. s). 3.36 (2H. t. J = 7. 1 Hz), 
7.22 - 7.35 (2H. m) . 7.51 - 7.62 (2H. m). 9.02 (IH. br s). 

E I MS m/ z (relative intensity): 480 (M". 100). 



1 2 5 {^^(Dit'^mm^ 1427 (Dit^^m) 
[2. 4-f7. {jL^)v^^) - 6-^^;i'-3-t:'j->*;u] T-ti-rsKcDSi 

it : 

- 195 - 



wo 99/23712 PCT/JP98/05149 

tijiTf. -ji^^ > V ^ V- )i ^ m i^^xmmm 2 e ^hPi^fcisis • mmL, 

: 1 6 8 - 1 6 9 X: 
IR(KBr)cm-': 3433. 3257, 1727. 1677. 

1513. 1297, 1120. 
'H-NMR (CDC 1 s) 6 : 

1. 16 (3H, t. J = 7. 4 Hz). 1. 19 (3H. t. J = 7. 4 Hz). 2. 42 (3H. s). 

2.80 (2H. q. J = 7. 4 Hz). 3.03 (2H. q. J = 7. 4 Hz). 4.00 (3H. s). 

4.12 (2H. s). 6.63 (IH. s). 7.38 (IH. dd. J = 8. 1. 7. 8 Hz). 

7.80 (IH. dd. J = 8. 1 . 1.2 Hz). 7.92 (IH. dd. J = 7. 8 . 1.2 Hz). 

8. 48 (IH. br s). 
EI MS m/z (relative intensity): 477 (M*). 323 (100). 

H-^fii : C. 52.81; H. 4.85; N. 8.80; S. 20.14. 

mmm c. 52. 90; h. 4. 91: n. 8.73: s. 20.12. 

ntlS.m 1 2 6 (^tf <Z)<l:-&%S# 1 4 2 8 (Dif^m) 

2- i^^-^tVa [4. 5-b] tT'J 2 -< ;U^:*-) -N- [2. 4- 

t'7> (jL^)u^^.) - 6 - 3 - fcf u ->*;u] 7-t h 7 s k a^iait : 

2-^}\^t!-yb^> V— )l^(DRt> OiZ 2 - ;^ t} y h :t u [4. 

5-b] eg i^>$fflv^T^«s«Bj 4 9 <i:isi«{cs*& • «asL. mwit-^f^^m^ 

IR(KBr)cm-': 3460. 3167, 2972, 1685. 

15 6 1. 
'H-NMR (CDCla) 5: 

1. 14 (3H. t. J = 7. 4 Hz). 1. 21 (3H. t. J = 7. 4 Hz). 

2. 42 (3H. s). 2. 82 (2H. q. J = 7. 4 Hz). 

3.02 (2H. q. J = 7. 4 Hz). 4.16 (2H. s). 6.62 (IH. s). 
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7.25 (IH. dd. J = 8. 3. 5.1 Hz). 7.78 (IH. dd. J = 8. 3. 1.2 Hz). 
8.40 (IH. br s). 8.49 (IH. dd. J = 5. 1. 1.2 Hz). 
EI MS m/z (relative intensity): 420 (M*. 100). 

mt&m 1 2 7 (^^(Dit^m^n 1257 oit^m 

f^l/^Tj-) -N- [2, (ptf";P5^:t) - 6 - 3 - h: U v^JW] 

T-fe h 7 5 Hc^Sijt : 

2 h ^ > V ^ T t) 0{C5-;J7PP-7-<y:/ntf;U- 

2 - :A JUti y h - 4 - :A^}U^>V^=^-*)'V — )l^m^'^xnMm 4 9 tmi^iZK 

EI MS m/z (relative intensity): 481 (M*). 210 (100). 

mmm i 2 s (^^joxk^iiijs^ 1277 (Dit-^^^) 

2 - (5-^oo-7-'fyrntr;p-4 - >y:t^iJ-*/-;i' - 2 - 

-N- [2. 4-k*;?> (x5^;p^^) - 6 - ^ 3 - t: 'J 

3-7-5^-2. 4-\i7. O^^Jl^^^) - 6 -^^JUeU ->*>COf^*30{C3 
-757-2. 4-f7. (JL^)l^7i-) - 6 - e U V? >*ffl (^^T^iS^aj 1 

2 7 iiiwu^tcs^s • mmL. mmit^^^m^mmBt Lxntz, 

EI MS m/z (relative intensity): 511 (M*;''C1). 509 (M^^'Cl), 

235 (100). 

1 2 9 {^^(Dit-^m^^ 1 2 9 7 (Dif^m) 

2 - (5-;^oD-7-<yyDeju-4-^5^;i/^>y^=^^ii-^/->'i'-2- 
-N- [2. 4-fc:7. ('rv/Dt:;u^^) - 6- ^5^;u-3-tf'j 

;H 7 -fe h 7 5 K S it : 

-7i/-2. 4-f7. (< y t:;i/^^) - 6 - pi 5^;Hf U b > l^Tll 
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mm 1 2 7 tmm\zs.f!t:- ' mmL. mmit-^<^^B^m^^tLxnrz. 

EIMS m/z (relative intensity): 539 (M*:"CI). 537 (M*:'*C1). 

223 (100). 
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3 . -/iSiC ( I A) . 




Y<i. -NR4-. ^^j^^, mmm^. \^ ^i±7.)vn-^>i:7f^\^. 

U ;u ;p S L , 
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nli. 1 75M 1 5 ©fiaS:^-1"o ) 
4 . (III) 



(i^tfx W«s =CH-^ =N- *^t> 

Xtt, -NH-. f&f^m^RitMnm^^TTsL. 

Y«. -NR4-. K^Ji^x m.nm^. 7.)i:!r^^i^ \'5ntx)in-^y^7i<[y. 

atftSSr^ LTV^-C * .tVNT' 5 y fix R R R t> -Tn 2 (@ 

>■ u ;p {£ ,16 T ;i/ ^ >'l^ S 7f^ L . 

rH±. 1 1 5 ©M^^r^xfo ) 

5. If ^cDieiam 1 JS. 21S. 3 jsxti^ 4 Ji©{5in*MciB«c^n/i^b^ti> ^ 

6. A C A T ilHm^ril. ijfll flS =f U o - ;i/ in 3^ IS ^ ^ij s JfQ 4" :3 X D - fa 




(III) 
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T^j, □ y 7-1^ m m it mm '(;$>^n:^<D fmmm 5m\z^m<Dmmm. 

7. ^m!in.m, mmmitm. mit'^m^. mtk^^bm^. ^ik^jismm. ±mm 
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